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(54) QUINOLINE COMPOUND 

(57) Abstract: 

PURPOSE: To obtain a novel quinoiine compound 
exhibiting valuable pharmacological properties, 
particularly effective as a leucotriene antagonist and 
useful for the treatment of allergic symptoms and 
diseases and inflammatory diseases. 

CONSTITUTION: There is provided a compound of 
formula I [wherein R-, and R 2 are each H, an alkyl, a 
halogen, OH, an alkoxy, SH, an alkylthio, NH 2 , N0 2 , an 
acyl or the like, or together form (CH 2 ) m (wherein (m) is 

3- 5); R 3 is H, an alkyl, a carboxyalkyl, a phenylalkyi, 
an aminocarbonylphenylalkyl, an alkyl substituted with 
NHS0 2 R (wherein R is an alkyl, an aryl or the like); 
R 4 and R 5 are each an alkyl or together form 
(CH 2 ) n (wherein (n) is 3-5); X is 6, S, SO, S0 2 ; Ar is 
1,3-phenylene or 2,7-naphthylene; Y is OH, an aikoxy, 
NH 2 or a mono- or a di-aJkyl amino], e.g. 

4- [3-(2-quinolinylmethoxy) - 

phenylamino]-2,2-diethyl-4-oxobutyric acid. The 
compound is obtained by the reaction of a compound of 
formula II with a compound of formula III. 
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(it*. Ri &&xs&2 i£&*Kmzn3nz7m. m&T)i*)v. /\PH£*&7;i^k t^-^-'&Wlt 

n^-v. 7v;i/t4i/. T-JU^K f£$7;i^r-;M-^7T. -TJU^-^Xli-TJU*- JUL 757, i£i$ 
7;U^;U75/, vH£$7,iMp;U757, 7v;U7S7, ~hP N 7v>»Us 2);U?fWf*X tef^U^vT^U^ 

7577^1^-;^ n— \gB.7Ji^)i7^ij)\y^- n, n-v— (5167^+^757*^^— 

|£v77^&&A\ XliR1 fc<£U*R2 li^l-— ftl^feoT — (CH2 )m - (it*, mli3, 4XI£5-e&<£>)£ 

R3 li7K*, i£$t7;MP;K )^*isl>)^-)\s- , 7ZJ±)It£-]{;-^ N—|£$7 

JU^U757*;L,7Kn>lU-, N, N-v-fi|R7;U+;U757*;U7K-;u-3lliv77-)M7;U+>iU. 7x 

-juH£3&7/u+;u ; (*;b7n>v- J5.#7;u=i+v*;u^^>ii,-. 7577^*-;^ nH£I&7^;u 

7572UUtK-;u-,N, N-v-»7;U^U757*;U^-;U-XI*v77-)7xr:;u-M7;U J F^ 

(z;fti£:7i-;uii[-^\Tl£m7;u=]*^ r(^ 
4^ Ri*ra7;u^k MPHgjf&7^^ 

R4 fccfcl>*R5 (±=&^StM^4j3ll^S|67;U+;U^fe^)A\ 3Z.I*R4 _Sc);l>R5 tt&lZ-mztZiX - (CH 
2 )n -(^4\n(i3, 4, 5XI£6T:-fo6)£ffMU 

xiio, s. soxiiso2 -r?fcU. 

Ar(i1 , 3-7i-U>XI*2, 7-^-^b>T?fe''J> -^LTYIitKP+'X «$7JU=]*v, 757, ||7 

;u+>iU757X[iv-i£07^+^757^fc^)-egt5$H^ib^^xii-e(D^ o 

[ff£ll2] SKi^RI fcJ;l>*R2 (i^^5^l^43:lZ7K^. 1£3&7;Mp;U. /NP-te^^+^^x 

-;U-ffil67;U+>iU> /NP^>. tKP+v, M7-/U=i+-v, /\P-EiSS7>iU=i+v, 7^-)l-m&7)l 

3+v, ig.f^u^K-^, -x;u^-;uxii-x;u^-;u), -hn % M^UTV^uxiivTVT? 

fo-g>A\ XI*R1 fc<£t>*R2 liftlC-^lC&oT- (CH2 )3 (CH2 )4 -£MU 

R3 tt7Km, i£^7,»Wk 7^U7t-^v— (£157^4-^, '(£IS7;U=l+v*>lL'7f:-;U-j£ii7;U+^, N, N 

-vH£!&7,>U+;U7S77^U/1^ 

-?x~JUH£ii&7JU^(;:Hl£7x-^|;:^ 

xii*-NHso2 r(_S*s R(*M7;^u, (hU7JU*P7^K ?x^;M£$7;u*;u-7x^L,^ 
liM7J^^-;^^^v-7x-;^Trfe^)lc^vs^^rL^^^£M7;^+;^r•^6l'J, 

R4 _3<£i;R5 li=§-^SLM^45:l^{£m7;U+>'U'efc^*\ XliR4 _3£l>R5 li^lC-^lC^T- (CH 

2 )4 -3Z.li-(CH2 )5 -£MU 

xiio, s, soxiiso2 -efcy s 

Ar!i1, 3-7x-b>3^l*2/7-^^b^T'fcU.^LTY[itKP+vJ£^7^=i+v.757.'|£M7 

^+;u757X[iv-M7;^;u757-efe^) -efc^ISMi fet^b^xii^cD&c, 

[if #«3] itKit*, RI fc£t>*R2 l^#^mMc^VilC7K*. S$7JU*;k HU7;u*p7^u. /\P^ 

>, f£IR7;i/n+v. feWLTJ^JK-T*. -XJU^-JUXIi-X;^-^), -hPXIiv77l?feyvR 

3 ii7K^, i£$7;i^K ajU7|?*S/-«»7JU*;k M7;u=i+v7ti;u7t-N-;u— (£^7><u+^, n, n 
-v-M7;u4;u757;b;u7n'-;u-®®n 7 ;^ 

-)-^x-;u-i£ii7;u+;uT-fc l -J. R4 fc<m*R5 &&%^\zte±nz\&m7)i<$-)i'X*fo&t)\ xteR4 

fcJ:t;R5 li^|C-$tlC^oT-(CH2 )4 -XI£-(CH2 )5 -£JfcJ&U XliO, S, SO, XliS02 T?fe 

Arlil , 3-7x-b>Xli2, 7-^-7^b>T?fey, ^LTYlitKP+V. fiS&T^^X 757. 
7JU*;U7573mvH£$D 7 JU+;U757T;-fo>I^^ 

[IS*ii4] ^KiC*. Ri _3£tKR2 li#^SlMc^iLlC7K*, i£$7;Mp;u, h/uyjM-PT-^U. /np^t 

««tju=i*Vs M7;u*;i>^/K -hPXiiv77-e$>y, R3 ii7K^> «7>»u+;u, ^M^v- 
1£$7;u+;u. xii^^Tn'+v^x-^u— (g|R7;u+;u-e$)'-j. R4 fc^tfRs ii#^i:iM::tt__;i::'f£3&7 

;U+;UT:-fc-§>A\ XISR4 _3<£tfR5 [i;£lz-ijsf IZ&oT- (CH2 )4 -Xli-(CH2 )5 -£ff2j&UXI£ 
O, S, SO, X\tS02 -efcy.Arlil, 3-^x-b>Xli2, 7 -^^b^TT-fey % ^LTYlitKP 7 

JUziJrv s xii757-efe^.)-estp^^. If leK^^^xii^cD^iLri^Uf^^o 
[If #iI5] iti(it* s ri i±7km. m&7)i*)\s. hu?;M-p7^ju, mp^x <£IS7;u=i+v. «»7 

;U+^^. -hP3Z.ttv771?fcy. R2 fc£Z/R3 li7K^T?fcy. R4 fcJ:i;R5 I£&^SIMC&3£|ZC1 
~C3 7;U+;UT-fc^A\ 3Z.I*R4 fcd:I>*R5 [i*lC-iHl^^r-(CH2 )4 -3lfi-(CH2 )5 -^fl^BE 
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U XI±OXI*S-e*E>ys Arlil , 3-7i-b>3m2, 7— t\7*U>T?fcy» -tL"CYl±tKP+V"Cfc*)t?- 

[8*#«6] «Ia: 
Hb2] 

R3 0 



(iC*.Rl fc£tfR2 (i=&^mM^±LlZ7K#.^3Z.(d;>y*-efe L J.R3 (^KiTefoy. R4 fc\m*R5 

iix^/u-efcy % xi*o-efcy* ^LTYtetKQ^x ft»7vu3*vxi±75/-c&&)"e^*>2*i5. if* 

'y; R4 fccfct>*R5 [ix^jut?fey,xiioT?fey-^LrYiitKp^v-efe^)-es^^ti>s. if#ii6iEt£<7Mb 
Cif*il8] 4-C3-(2-^y'j-;u^h^v)7x^^T5y]-2, 2-vi^;u-4-^y|§irT?fo&.fi 

[If*H9] 4--C3-(7-7;U*P-2-^/y-;U>h^v)7x-;UT5y]-2..2-vX^;u-^-Jpvi&K 
[li^^lO] 4-C3-(7-hy7;U^ap<7^-2-^/y-;U^hJrv)^xZi;U75y]-2, 

[If #Jg1 1 1 If #111 ~1 0<Dlvf *u!M JSlc|EfE<Wfc£&fc«fctf'>fc<£ : fc'i a<75^£L-rl+#£til#3 
iiIlcfs«(D^b^ 0 

[If 3] □ ^□hyx>(leukotrienes)(DPlS : lCj£g^£^ 

(D^Tti^i HI^IBtliCDIb^^o 

[If 3fc«h 4] EUfflfiftttflDiSjSlcfclt^. If *SS1 ~1 CKZH.vf ftfr 1 JllcfBMaHb^cDMo 
Hb3] 

(k + sR1 , R2 . R3 , X^^UArlimz^LX^m^tltzM^tmCXh^)V^^^it^^.M^. 

Ill : 

CM 

o 

Z ' Y~X^' V (1T1> 

S-cbzi ii*;i,^>xi±SJC5tt*;u^>SI3Si*^fcy-t'LT:R4 , rs fccfctfYii^ncfti/c 

Ub5] 

Ha 

(TV). 

(k*,z2 iiastt»)8i*-e*y-5-LTRi fccfcz>*R2 ii5tiiz^LTSa^f~«<t^L:-efc^)T?st)$ 

tUWb^^itV: 
Hb6] 

(xe+.R°3 ,W, R5 , x, Ar^^m\i^i\znLx^m^HtzM^tmcxh^)xBi^^it^^.it 
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2a ^\ mn\z^m(Dmhfttcit€>^tti0mi<Dit£mz£&t&b\ texxf/xizmmz&M& 

6Mlb£^£i£l::»t3. fMBMii^&o 

[f^toSflllfcSftE] 

[0001] 

[& m±(D m m #m it u smim^ £ „•' 

[0002] 

[^S^^^)fcft(D¥IS]*^0§tt. &5*I: 
[0003] 

Hb7] 

q R R 

[0004] (it*, R1 fc£tfR2 i*#->5rSL^ici!iltic7K3llV''li«6'7';u^r>u. /\p-<£IR7;t/*;K TU-^u- 

ft7JI/3+v, Tv^t+Vs >;U*)^k (£»7;U4r;K-^s -X^^UXIi-^UfcyU), 75 
A ffi&7;Mn>U7SA vH£$7;i^-;U75A 7vJU75A -hP. 7vJk *JU7t?^*>. i£»7;U3^ 

v2j;i/7t5-;u\ 75Ati;u*-;K NH£M7ju^75/*/utf-;k n. n- v.-i£m7;u^-;u75^^ 

7t?^;UXI*»>7/T*fc-5A\ X(*R1 fc«fctfR2 li^l^-Hi^oT-(CH2 )m -(xt*. ml*3, 4X1*5 

-efo£)£ffMU R3 it^Ms Il7^+;k (*;u7f?^v-\ <£«7JU3^>*;i//|?-;k-, 75/*;M*- 
;u-, N-- (S^7;u^;u75^;u7t?-vu-, n, n-v— fS«7;wu75y*;u^-;u-x(i->7/-).fi 
«7;i/4-;u. -Jx-jv-fe&rj^fr; (*;utI?+v-. ^7^=3+^^^-^-. 75/^;u^-;u. n 

l£m7;u*M-ftii:7i-;uiIi^ 

so2 r(S+» Rte€i67/u*;u,v\p'-i£|i&7JMr^x^^ 

^JUT-fey, R4 fc«fctfR5 l±&*mM::a:£l::«»7;U*JUT?fc6J&\ XI*R4 fcJ:l>R5 li#lC-*& 
[Z&oT-(CH2 )n -(5£4Vnli3, 4, 5Xli6.T?fc5) Xl'iO, S, SOXIiS02 T?fc L J . Arl* 

1. 3-?i-b>Xli2, 7— t-7^t/>tffcy-, ^L-CYlitKP+vJ£^7;u=i^v>75yJ£IR7;u^ 
jU75yXliv-€»7;U^U75yT?fc3)T*^ 

cftbOlb^^^Tf&SgM^ 

£^5>:l^rj£gL]li7^£^f-7#]^ 

fr1vl£l&7;u*JU!i, ^J^iin-^ot^u, ^v^Pt°ju. n-^yu. -fv^k m-^TJk 

[0°006]C1 ~C3 7)l*cM$^)l, X^;U % n-^Ptf ;UXIi-fV^Pfcf;i/T?fc^o R4 fc<fe^R5 <7)SH* 

£LT©ffi»7;u+;w±#*L<i±x*ju-cfc5o /\p-M7;u^;ni^J^iihU^;u^-p>^u-e$) 

-So *>^P7;U#;K±, *?*L<liC3 ~C8 -&&lfft\ZG5 ~C6 -7;u*;uTffcy::*i(i-?-*i#3~8£ 
H£»7JU*>UI-<fcya&£ftT^T£J:lV' 

[ooo7]>\p^>(± JSici&StXiimm, ■XI±<fc«J1#IOy||-efcSA^ a^*T»ftoTtJ:^o7*>;H*,- 

Gfla.tfiSfKD'vua/'OU'efcy mw^j^mx, ^j^ii7-b^;u. ^pt°^-->iuxiit 0 /\p-r;u-efe^ 

LfrL#j*l£*;U5;UT:-feoT&J:l\ 
[0008]75y^;U^-;KiS-GONH2 T!&£o£L£R1 fe£tfR2 ^IC-^IC&oT ~ffi£>S- (CH 

2 ) m -zmmtzm'S. z(D-m(Dmm^L<it(m^ifQ, 7-v<7p^>£a^/u^/u£>$q£)7i- 

[obo9]7U-)ui, fi>js.fi**sn?fe'&^xi±asi**ife7i-juT?fc5o 7'J— JuiiJfr *l<i±» 
t*&&j&\ xiiiS»7JU*';k i£»7ju=i^>, is»7;U<7--;u^+s>, tKp^v. M7;u*/-f ju** 
X - hPs 75/. /\P^r>, ^nivtn*^ ^jU/t^rv, {SI67;u=iJfv*;u^— 75/^UtK- 

>k N— (£^7^^757*^7^-^. N, N-v-ig^7;U^r;U75y*JU7t?-;U. v7A li7i^^ 

;k ^!/VV^fc s ^t>M£ii7;u^/uxjU7fx-;uANb^^ll^b^l*n/ci l@XI*-£*iJ2Lt* #C:14BXI*2 
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[0010]1, 3-37i-L/>fcJ:l>*2. 7-^-^b>li-ff(DS: 
[001 1] 

Hb8] 





£tit#£;i&:&JI&. mra&Xlii^ X(i7>^7^ffl75><!:CDi£. #j;i[£lS5t7S>\ #J 
Kp^v-ra7;u4;uTS>-efe^ 0 il^TSXi. M^i^u^'J:^ ^/u*U>, e^U v>X[*t° 

v-®l&T;WU75><hLTIi. ^J^IivX^^-fc^v^V^Pt^U-TS^M^^fcU-eL-Ch 

p^v-iS^7;^;u75>li. M^li^y-. MJ-x$/-;u75:/rfcy ; tKp^vH6M7 

)i*)U-&®i7)\s*)i7$>\t. $J*.liX n- v^;u7Sy-fecm*N, N-vx^;u7S/-x£y-;u 
Tr&y. 7KutKp^vH£$7;u^^ Htofr<7)il^ g 

tf'>SL mi^£$7;u;b>^U7n'>®L #J;Li£itBL mi^faxii^t&lDx^umVit. $J*i£-?p> 
fiL TUOMXli^^yu^xii^J^li'tKp^v^UTtO^. mra£i£Xl^x>i£$ffli\ x-fi* 
#i;Ll^£l&7^ 

;ux>-x;u*>ig£^Tff^£;M#So K1±S.-«iJjLtf*JU7K^v» fc^U^S14^.#J^li'7sy^^ 

[0013]:£l<Dlb£tlli.«tfo6^^ 

■fflSSt" bffl*tf,lt8&E'rtl::fcl*Tft0. 0001 ~&J0. 05 H mol /K7>IC50fgT?ior* ^tlbliP^h'J 
X>D4 (LTD4 )l^ci;yp^$tLtc : E>'^ : E•yh(7)/J^M^DM$lfi±-r^ 0 LTD4 -gjfitL-CW&^MvS*-©- 

;Sttli. 0iJ^[i^^P-rnh'Jx>D4 (*'J^A^(Dft^-e)$fflLvvfll , ;§*i:»^: 1 g^Mi?;*-**- 

7t?>(oxicarbon) (®^<!:-^b^m(D;l^) Tr®^L^^b38°C0hP<K(Tyrode' s)^)"^^ 
h<D[a]JIISlZfclNTJWfs£^ 

50fflliiSl^^b^ti^5O%f£it/llc^i±LtobnS;lgT:-feS o 

[0014] 

[311] 

1 0.00094 

2 0.00078 

3 0.00024 
16 0.00048 

[001 5]Sifl^b^%l±*fc, ^i*rtl^fcLv-c^t».fcJS'14^*--ro $j*tfx-pV'-JUtf)ff2LsTrIjt®Hb£ 

tl£(&jO. 0003 ~**J0. 05% w/w PtlS/#a)Eb50) 0 ■Ca>iiK : E7\>Uwfcl,vC» ftl^AMffcEJU^ 

^h(^b^>i . ■4g/k g )^b^^ ; y : 57(z'iayoits 0 MEfc^WBR^^^^e^-^-tt-TK 
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(ioo-a^7-f7>xM) -ioo 

%tm = 1 0 0 - — — — ^ — - — — — : — 

,(10 0-3>yH7>» 

[001 Gttmtsmitmn&^Ucmsmz^jiV&v s mmmo^^^ummmo^^izM 
&&-3ii.z>te 0 myiii. umtsmz. %^%&mmmumizt$i\xmtiLtzm®mcmwimi£m 
i\ i^i-^ji^iMaic^u^^ ltd 

4 iZ&WzhZfttz^^&mvm&U^M&tfmO. 003-1. Omg/kg(DtGBl^T?tl^$Hi)o 
[OOM^KDit^mt^tz.mXlittl^^O^Ltzm^. P^hyx> E4 (LTE4 ) l^yif f££tl 
&%^mMO^-*\z&^xmMz^ttt 0 Qmi&XOWkUtiiT&X. 8l^fl3##IQ. 001-1. 
Omg/kgp. o. ©ffifflrt-e^l/IS^HSo ttot % itl^^^liP-l'PhUXXDSti^S^Wtt 

it£feli,#J*l;£7U;u#-S#fc^ 

j£<D&*it-fci*T0i*i*ffi7b;u4M^ 

(Crohn' s)^a;Mttv3^^Xli8g(D^^a^^^|Cfc^\T{tffl^#^o 

[001 8]*fgBJI±, ftKiCKaS** R1 fccfctf R2 li#^Sl\|ca35llC7K*. &Wl7)\>*J^ AP.^1g»7 
Jl*fr.7V-)\s-M&7 \s<7nTJ\s*fr. /\P^>, tHP^rV. iS«7;i/3^rv» 7'J — ;H£jR7 

IRT^U^UTSA v—f£$i7;U^U75 /v 7vA/75A -hP . 7^}^.±)lit^^MW7)^^±^ 

tH-^u-, n, N-i/.-i£«R7;u+;u75y*;u7K^;u-Xl±i/7/-)filR7;i^;i/,-^i-^-i£l67;u 
^f;u; .(*ji«fap*>- » ffilR7JU3+v*;u?f5-;u-s 7sy^;u^-ju, N-ig^7;^;u7sy^;u/n--'u 

— , N; N-i/--iSIS7;U^U7sy*^^^^X(*v7y-)7i=;U^'(SIR7;U^r;U, XI*S-NH'SO 

2 -r(S*, Ri±(sa7^^;kv\p-ffi»7JU^;i/XJi7U— ;u^&S)it<tygft$HTL^s«ift7;u^r 

;i/tffcy, R4 33*^5 [i#^SlM^il^rt7;^U"efe<SA\ 3Z.liR4 &£Z>R5 [i&l::— ISlCfto 
T-(CH2 )"4 -Xft-(CH2 )5 -£ffMU XliO, S, SOXIiS02 'tffcy, Ar(±1 . 3 -7i-b>3tli 

2, -7— j-7^>t?fey^L-cYi±tKp^> J£^7;u=i^-v, 7^y % {£&7;u*;u75yxiiv-ftlft7 
;u^;u75y^fc-5))O^^X(i j e(DJiiz^-r^o 

[ooi9]*f6Wli. Jf^UiiSKi:^ Ri fc£i>*R2 li&^mMc&ii^KSK fi»7;MrJU, mp— (g, 

m7)\s*)\,^- )l-m&T)i>*)l. /NP^*>s tKP^rV, <Si»7;U=l^r*>. MP -HSfD^l^V, 7i 
;UXIiv7Aefe^^< XI*R1 fc£t>*R2 (iftlZ-^l^or-(CH2 )3 -XI*-(CHZ)4 -£ff$$U 

R3 ii7K*. «&7;Mr;k *;i/^^-fi*7JU^;k-«IR7;u=i^^*;u7K-;u-iSa7JU^r;k n. n 

-vH£$7;u^u75y*;u7n-;uH£if^ 

-7x^uH£$7JU4^u,z;}xii:7x=/uilK^^^^ 

xiiS-NHS02 RCS4 3 . 'Riif£»7/u*;K (HJA/M- py^Jk 7x— ;u s fi|R7;u4;u- 7x~ ;u3Z. 

^^S^lZ^IZig^U^^-efe^Av XteR4 fcJ;t>R5 li^|Z-^l^oT-(CH2 )4 -Xli-(C 
<H2 )5 -£ffMU XliO, S, SOXI£S02 Artt.1 , . 3^"7i— b>XI*2, 7— ^7^b>Tffc'y » 

LTYIitKP^v. •(5IR7;U=i^v, 7^y. fi|R7JU^;U75yXI±e/— l£IR7;U^rJl/75ytffc*) T e&5 

[oo20]*#6Wi±s »*.t<ii-Si.(S+<-Ri fc<fctfR2 te&^SiMc&Sii^kffi, i£«7;u*Jk ku^u 
f£$S7;u=i^-A ^^ju^K-^*. -x/u^-r'— ;uxii-x;U/t^;u), -Hp 

xiii/7yeftyvR3i±7K*s i&m7)^)^.±ji7fs^-nm.7n^^. is^^un^vTi^-yu-ig 

I57;u^u. n, N-vH£^JU+;u75y7DJU7£-^ 

□+*>*;u7f?-;i>-)-"7i^;u— e»7;u4r;i>"efcys R4 fccfctfRs \t^^m^zntnzi^m7)^)ix 

fcSrfk 3Z.I£R4 fc£l>*R5 li*IZ-^|Z>Jj:or-(CH2 )4 -Xli-(CH2 )5 -^ffMU XliO, S, S 
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O, XliS02 T?fcy,Arl±1. 3-7i-U>XI£2. 7-:K7^U>-Cfcy, ^LTYIitKP^V J£$7;U=! 
[0021]*£Eli«fcyi$fc, xCKsC** Rt fc«J:tfR2 (i&^SlM-SdtKTfc** ft»7^+;k 

;u, avu/t5*v-ffi»7^^u, xii*;u^v^x_i;u-ra7;u^;u"efc L J> R4fc<fctfR5 ii#*su 

(ctti.(^<S*7;U^U-Cfc^3!)\ XI*R4 fc«fctfR5 l**l=-»lC)5:or-(CH2 )4 -XI±-r(CH2. )5 - 
■$^fiEUXl±0/S, SO, XI±SO'2-efcy.Arl±1. 3-7x-b>XI±2, 7-^-7^b>-e$>y.^LrYii 

tKp^v.^m7;u^;uxii75y^&^)(Dib^#ixii-?-(D^ti|-r^o 

i6»7ju=l3r*X '<£IR7JMr;U* =KPXI*v7/-efcy > R2 fccfelKR3 li^-Cfty * R4 R5 I* 

=§-^l!^l^4i5:lcC1~C3 7;MrJI/1?fc3J&VXteR4 *S«j:tfR5 l±ft[Z-^|Z/«foT-- (CH2 )4 

— (CH2 )5 -£Bfi£U X[±OX(±ST?&-y,-Arli1 , 3-?i-b>Xli2, l>>T'fcy, ^LTY 

litKP^v^fc-S)^b^^Xli j e<7)^tLTl^U#^t|lcP^o 

[0023]xCl(7)^^CD^!t#l^*U^lis^5tla: . , 

[0024] 

[lb9] ■ 




(la) 

[0025] CS^s Ri^ c fcU'R2^^StMc3i35:lz7K^^*3Z.[i7-v*-efc t J.R3 teTRircfc'y * R4 is 
<fctfR5 lix^JUT?&y , XI±OT?fcy. ^LTYlitKP^v, ft»7|UZ]^>XI±75/"e*S') T T?a*3$tL. 
&.lb£^XI±^<7)g^:Lri^£ft^ 

y. R2 ii7K*xtt>y*^fcys R3 i^Kfl-efcy. R4 fccfctfRs lix^-ju-e&y.xiio-cfcy^fCYiit 
l6026]*#&Bliftf-ilffiffll::!2R£*i^ 

(a)&3ll: 
[0027] 

[<bio] 

B ^ ■ " R 3 . . 

Ar ' . . ' . 



N 

[b028](it*. R1 . R2 , R3 , X^XfMtAl\Z^LX^m^HtzM^tm\^V^)V^h^Mit^' 
[0029] 

[Ibn] 

[0030] (k*, S-COZ1 .|±*;i/7t?4i/XI±S/£tt*^^v-S3ft^fcy-t.LTR4 , R5 fc<£t>*YUfc:£l 

(b)^IV: 
[0031] 

Hbi 2] 

(IV), . ' 

[0032] ('a*. Z2 li«l«14»)8i*"C&y-?-LTR1 fc e fct>*R2 li^iic^L-csa^tifcS^tisii:^^) 

[0033] 

Ubi3] 
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[0034]°^. R3, R4 , R5 , X, ArfS^lSY\t^.l\Z^LX^m^tzM^tmCX^) X%fr£foZ>it 
£&(a): £;£(a)|lftofc£]Sl^ 

[0036]iCl(ie*, YliiiiTJ^+v^J tD^^i, ^l~#«D;l!?*£lrf (R3 li©IS7>IU 

^uxi*fi&M7-/Wut:-fc^ 

75y^Dt°;U) -N' -x^^*;U7nv^5KltM<t4-v^^7/5t 0 U v>0#i£T. itII£Mb£!$l£ 

[0037]i!:il(jt*,Xl£O, XiZST:h%)Mt£tyl£,m^\£ftW<»itntyttW 
[0038] 

Hbi4] 

HX v ..NH (VI) 

[0039] , xiioxiis-e&£) <7Mb£»£JS£-fr& (^;^(b)#ra)^lc e );or^#b^o 
(is^fe3)<DftJ£^b£^<7)^^ 

[0040]x;u*^vK(x=so)(DgHbi£s ^;u^>ig{*£fflt\ ^Jx.(i*Ti(o— rv^Pt°;u)4 
i£vx^xx^;u/7k£ffliK JLi-yttmftmizft^t&vZ&o xtin <7Mb£$iii. gtt&Sn"efo& 
^Xii^^b^tilc^crM^tL^o 

tKp^v-;m>;u73:?h-7U-vMb£«:^ 
^Mb^ti^o ' 

[0041 mwoitsmz&^x, gf^ttMsz2 (i^ij^ii*MP>f>. aomiuzt&m. Xitx 

#J;Ll£#J£1-£/^l^yU>frb. miiN-^p^x^vWSK^ffll^ #J;il£/\p>r>fbK 
£<^#b*i3 0 

ra)[£ien<7Mb£ti<Dttyi~tt^ 

xU(x^ R3 ii7K*Trfc^)cD^^^li75Kg^-e7;u^;Mb$ti5ti(it*, R3 l£1E3&7;u+ 

*vK<7)#£T. 7JU*,>Hb$ik ^J^li1b^^R3 -Z3 (xE*. Z3 ligt&tt*. #ij^.l^\p^>, fticH- 
B'trmiutx)^-)^**^, 0iJ^.ld;V^u-Xlip-Hux>-x;U7tx-;u^->r^ L J. -?-LTR3 

[0043]i£i(ie*. xiiso(x;u37-Y->iL,)Xiiso(7,;i,7tN^^)-efc^)(7)^b^tt. #£L<te. #J*l£ia 

KX(*^>tKP^>;u^vK$ffl^, iCKit*, xiiST-fe^)^^^!)^^^^^^^^!^^ 

[0044]iCl(D7D;U7n>^,Tnj:t5*>5tl(iC^; YI£OHT?&&)<7Mb£!$!li, g{*^0CD^;5lCcfcy5ei(^ 
*K YttfiliTJUi+y, 75^ Jg^7JU^;U75/3ll*v-M7;UJpJU75yT:-fe'l))(D^P5:^^7D;U7n' 

;aST\#"J^lSLiOH/^h5tKP^>/7K/^y— )lt(DfRfciz£V&l<D&Mt>)\s#>mz^&X£ 
6o ^l^liitKit*. Yliffi|S7/H]^-vT:-fe^)(D^^[i, $JK. 1**7:^-7. 7JU^U75>Xli 
v7;U*,»U75><h<A£J£l::J;^I(5£^ 
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t>*l^£a*^SA£ftfc£im££*l&£;£te. i-ft^*PT?&y-e-LT«IJ^(iJ. F. W. Prote 
ctive Groups in Organic Chemistry, . ^U^Afct, P>K>, —a.— 3— 1 973^ICfBE$tl"Cl^ 0 

ii&^>£MT?MSr£caZcfcy#^ 

M^&sir&cy^yffbft^^ 
mi#tM#raT?fcy^LTftoT^ 

Mft^itl^b£^^ 
[OO49]i£ffMlb^0i&$^<fc/ciD(Dlb^ 

3;^l#^*ib[*J^W 

[oo5o]*!6Ei±x,:7a*;*cDM0)i£T?*ligfc£ 
y®l*l£4Td^Xlii&3g&K£&£fcXte£^ 

titz&MXfoZ> 0 

[oo5i]*3£i^x;7b;u^-iiE#fc^ 
*<D&tt7smjjmzmtZo*mw\*tttoi£#tLxik£mxitt^ 

1%~100%. if^Utti^O. 1%~$^50%(D^^jS^$#^T:^^o 

mwtmmt$£zf7>zr)i,mxh& 0 ztim^w^^iz^h-m^um^a)^. its. s&j&m*, 

u rftMiCcky^bftfdi^^t&u^^ 
i*S&£toiUTtE^xi±«i^:37£^j£-r6.' 

[0053]aMSfcgi*li. ftlzftXAjfa mmt^Oh-X, X0u-7^ -7±h— ;utL<l±VJWf h-^. -tz 

^M^up-xfcitf/^fcii*^ 
x mzi3)i^i>^)UTi/^y % £ffi#ytf±:;i/tfPUK>s S3^T;u^/K*Uii*<B£s'0y;ti*7 

ig,t,L<l£^<D&,#J*lcj:XT7y>i£^^ 

-jh?&3o «^j=37i^ii, 3fMic«fc'yjii?gjeA<sitb*Ls ^ic7^t*7=3 a, ^y e.-juepy 
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ft#Lf#-i) 0 ®^0i§-&, ^^M75k g (DSjfiii!]^[3>?tu mz-ix&a &5-(dm£. m% a fflgii&n mg 

50mg. #t,^2. 5mg~^50mg-efc^) o **lbfl>fi!*li» i^«#-ffliiLtXliiOi()N(7)^^ 
fflmlcfc^T.mii*l0~50mg£&^-e#>£) o . 

[0061 ]C<t(D|IMli. ±IB*f6WSl^Wr§-o SSl*SBc.-C4^.b^o DMFIivWU^AT.SK 
[0062] 

[HSS#|J]#I1 : 4-C3-(2-JFyg-;uyK^v)7x-;u75/]-2, 2-vx^;u-4-^vi&^ 

10ml(Dv/hJrVX>Sf>|-^jgLfe0. 87g<7)2, 2-yIf;^/^i(H. L^T^MI, Bull. Soc. Chim. 
1964, 579-584) fcckl>'0. 32ml^D^tT-fe^^(D;E^#l$85' , "C^ffi}! #L*I^Ih1$e^I§^ 

ffii^Iliauitoo ^i^^^^^aomi^h^x^^a^iiL^Lrii/cOT^i^^yjllit-^o 

t#bft/c*t7Ktl£25ml<7) v/h^vX^>|Cl®l|S^-ti- ; 0. 89g(D3(2-^y | J-VU>h^v)T- i ;>CJ. H. 
A4z;^, J. Med. Chem. 32(1 989) 1 1 76-1 183]^J;l>*1 , 44g(7)Mt-h l J r 7A$^JPL j eL"C/\* 

^$85° -Q2nmmmttLxmm-^mmt^ a nmzao m \(»2Njm&Mtp\zmm£-& : tLx* 

^y-)li3^m^t^mt^^m. p. 149-149. 5° (D*»£$£b b H WT5l#£ 0 
IR(it^^U» :3320, 3060, 2970, 2940, 2880, 2520, 1960, 1680, 1610, 1550, 152 

0, 1490, 1445, 1435, 1380, 1 300, 1 210, 11 60, 1070, 970, 870, 830, 780, 750, 720, 
690cm-1 0 , . 

MZ: 4-C3-(7-'7PP-2-^y | J-;Mh^rv)>'x-;U7=y-2, 2- vX^U-4-^VlSSl 
10ml<Dv/h^vX£>|Z;t$Uc0. 44g(D2, 2- vX^U^/^Stfc^tfl • 6ml0^^b7-tz^;KD;g^ 
^^85° T?2B#P B 1jf#Ufcl^®$Els^ 

2MSL^LTI!/ctfI^C£tj^ 51 
g(7)3(7-^7PP-2-^yU-)U^h^v)7 , - l J>fcJ:l>'0. 75g(7)P^h l J r 7A$^iDL^LT/^^2 
0 b T*2B#TO#L^LTll3g[::^ 

jtW^oM^^ P . 151~153° <7)&fi|g 

a^(7)^Ti#^olR(KBr) :3300, 2970, 2880, 1 680, 1620, 1600, 1550, 1 500, 1 440. 1 420, 
1290, 1200, 1160, 1080, 940, 870, 850, 780, 680cm-1 0 TLC(^+f>/iti£x^b1 : 1 ) : 
Rf =0. 17 0 

[oo63]ffi^K$^<7)$a<PMi-^: 

(a)3-(7-^PP-2-^y'Jn;Uyh4 L v)7- , J> 

1. 8ml(D5. 4M/^y^)H*^-hU r 7A>^vK$, 25ml(7)^7K^y-JH^iSUc1 . 02g(D3-7'5/ 
7xy-;KD^^lC^inL^^T:v\^^20 o TM 0^Fel^L^t^-t?M^lCc):yM-r?) o SIM^ml 

- (D^7KDMFlCl!&JlX$-& N ^l^-10ml<7)IS7KDMF|C^Lfr2. 97g(D2-?'P^>W-7-'7PP^/ l J 
>[R. +f ix/f-C-, J. Med. Chem. 35(1 992)3882~3844](7)^;^1 0° Vf&Tt&o 
10° -e2B#ra^LAT:-20 0 T-12&Pil]»L^T:1^ 

^200gCDvU*y;UICj;^^®^O>7PTh^^-||Ml^ t J. *ffi^^^^b>vfe(D^^KDff^ 
-e^.Ztltt^a^^.m. p. 87. 5-88. 5° 0 

#j 3 : 4 - [3 - (7 -7)l*D - 2 - ^/V-^ h+ v) 7x^;U75;U] - 2, 2 - vlfj^ 4 - S M& 
90mKD^^t>5 1 b>l^®L^2. 14g(7)2, 2- vX^Uzi/v^lgfccfctfl . emlO^^^F-t'JJKDSn 

' ti£3o° x-5^fi\mnL^xm^m%^m^xmMizMmmt^o siM^iomicD^b^uvi:: 

PSJ|X$-&^^-e45mKD^^b>^L/>fc<i;i;45ml(7)t 0 U V>ICj#fgL^1 . 65gCD3- (7 -Z>)VjrU -2~* 

/<)-)\,^is)T->)yo)%%L*\z&<\ ste;I^^20° -eieM^L^urMfliCcfcyMl-^o 

^g^$150ml(D2N7Ktt^l3!l;S$-fr^L\T:^;i;S$;l^^ 0 Mtl$7Kl:^l^Lry^y-;UAv 
. b!SIMb£l±^^b£^£rn, p. 164-165° ^^^^^(C^lliillJglC^tJ^fel^/j:^)^^^.,^ 
(KBr):3319, 2968, 1687, 1599, 1546, 1514, 1492, 1436, 1375, 1290. 1207. 1174, 1 
114. 1066, 965, 846, 774cm-1 0 TLC(^b>Tb>/>£/^JU1 9 : 1 ) :Rf =0. 25 0 

21. 58g0N-?P^X^vW5Kfccfcl>*O. 21 g(7)7y~t*X-f y:?^P-MJ;U£. 1 SOmKDESm'fbj^K. 
5S<SfLfc13'. 03g(D2->5 1 ;U-7-^;^P^ry i > l>C2. V>^, J. Heterocyclic Chem. 30(1 993) 

1 7-21 i<DmmzmKZ> 0 .n*htzMm&$:27 eir B iaiigL, ML&i^^&i-<fcysffi-r s 0 ^ 
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p. 101-102° <7)&fe^ H B H <D^T:1#£ 0 
(b)3-(7-7^P-2-^y , J-;^h J rv)T-U> 

U-C/W£20° X^5 / Ammnt^o3. 0 g <7)2--?'P^^U-7-7JU:l-P*/ l J>,4. O7g0*-tfy 

hfc£tfo. ig^aO^b^'j^A^jl^^icto^, z;K£3B#F B liniiil3ii1-&o SfS?!^^;! 

^;U3:l£^2OOg0vU:ft^^P7h^ p. 88-89° (Dftfell 

0j4: ^-CS^a-hU^U^P^l^-^/U-^^ 

1 Oml(Dv^h^rVX^>|Cji^Lf-0. 52g<7)2, Z-vXf^a/Nm^l . 9ml(D&fc7'-tZ^;U0)?S£ 
$|£85° T^BtrBl^^L^L^Sii^^^^LAT^^IC^y^li-r^o a»£20ml<Dv^MrVX$ 
>43|z0^l|X^-tJr O 64gCD3-(7-hU^;U^P^;U-2-^yU-;U^h^v)7- l J>fc^tN*1. 21g(D 
^^f-|- l J^ix4^inL^^-e/^^$20 0 T?3B#r B ^#L^^T^IIICj: l 'J;Ili1-^o^g^^80ml'<7)2 

N7K14&i£l::S£i*;:H^:t^ 

£493£m. p. 173-175° (7)*fe(7)^ B B a (Dff^T:1#^ 0 IR(KBr) : 331 8, 2971, 1709, 1667, 1600, 
1536, 1495, 1429, 1321, 1299, 1262, 1 1 88. 1 1 27. 1 056, 895. 862, 773, 683cm-1 0 TL 
C(^4tJ->/6*iSx?;U1 : 1 ) : Rf =0. 30 o 

JSiBLfcl 4. 45g02-^;U-7-hU^;U^P^;U^/V>C^@^I^F2432393('l'--Xh-7>=l^^ 
*±, 1943to)§fclZto*&om4i£!8^ 

-72° ©lfeSfi B B <?)ft1ll)o 

(b)3-(7-h^;U^-P-2-JryU->IU>hJrV)T-U> 

3. Og^^^h'JOA^. 200ml(7)71zh>lC^Lfc2. Og^S-TSy^xy-JKD^jglZ^iQLm^-e 
;l£^£50° "C1 5^11 £N"£o 5. 2gro2-^P^>^;U-7-hU7;U^-P^U^V'J>. 6. 1 gCD* 

-tf-O^-^-hfcck^o. ig(D3^k*U'7A^tiblci)Dx.'2^rBlliDlliii^-r^o £-JS;g£.*&i£iiii • 

2£^400g<DvU7^l^^ 85-86° <DHfi[Iltt<Dff£ 

0IJ5: 4-C7-(2-^/'J-^h^v)7-7h-2-<;bTS/]-2,2-vX^U-4-^Vi§^ 

1. 16g(D2. 2-vXT;U=iy\^fc^U*4. 1 ml<7)i^b7-tZ^;UD;I£!$!£52 0 T^&F^ftUjfcl^tH] 

^7K#I^20ml(7)v>H^vX^>|zqa]|X^-y: ;1. Og<7)7- (2-^yj-;U^h^v)^h-2— <;UT5> 
C^g4#I^F47 19308 WJ71>^A^P^y, 1 986)]fcJ:U*1 - 37g<7)M7-h'J r 7 1±% : MQL&^-Q 
AV^$85° -e2B#F B mttL^^-e^^lCj;L);l$g-ri)o a^^$80ml<7)2N7K14^mlc!l;i$i±^t^-e 
SjS££SG&r<5o OTtl^7K"C^L^^l,^T:^/-;^^bfS H s H {bL^:m. p. 1 90- 191° (Dilfe|g a B H (D 

ff£-e3iii.<b£ti£t#& 0 - 

^16: 4-C7-p;U#P-2-^/U-;Mh^v)^h-2-^;UT5y]-2, 2-ylf 

CM57g<D2, 2-vX^Uzi/\>7^^tj:i . 85ml(7)^^bT-b^yKD;E^fe52° Tr^^F^Jt^^LVe 

f=^7K^$1 Oml(Dv>h^vX^|ZD,&l|X$-y-;0: 47g<D7- (7-7^* P ^2-^yU~;Mh*vhK7h 

-2—<;uT^fcJ;t>*o. eigCDM^-h'J^A^^iaLm^/vv^ss 0 T?28#F B m#um^T:^lz 
e>;LJ;»irf& o aM£40mi(D2N7R14^ 

T^y-JUfrbSlMbL-tm. p. 196-198° <D&£&.F a (DffreMlb£t)£*#6° 
[0066] tH^«^^0)$P<IlM-r€) : 

(a)7-(7-7;^P-2-^r/ l J->luyh^v)±^h-2--rjU75>0. 86g(D2-75y-7-tKP^v 
--h^b>$s 1Oml0^y— ;Hw;"i<gL/-0. 13gCD^hUOA(7)^[Cl]D^^L^v\*^$^;S"eiBt 
Psljfft-f £° ^y-;U$E^TT:^^-fr>5iL^?igtl$1 3mltf>DMFlZ?gfl?-f 6„ 5mliDDMFlCjtjSL 
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3«<D2-:7O*^U-7-:7;U*O*/'J>(0|3a)<D}t#^^ 

100ml<D7k£;li5M.#b;ft/c;« p. 16 

4. 5-165. 5 0 (Dm^n&m&wB.mit'&yitzm&o 

Ml: 4-t3-(7-7)l*U-(2-*S i )-)\s^}\stt)Z>iL-)UT5.y^-2, 2-yIf 

0. 95g(D2, 2-vX^;U-]/\^^J;t>*2. 6ml<Di^b7-fe^JU<7>;I£!$l£52° "C2l^fyjflH*L^t^|5| 

/u75>C=3-(7-^;u^-n-2-^y | j->'U>5 1 ;u5 1 ^-)T- l J>]fc c fci>*o. segCDH^J-HJ^A^fln 

L#l^/\*^£85° ^2B#P B 1}f#Um^1§y£K^ 

bS^a B aLgM^tl^m. p. 132~134 0 C(D^-VJ.fe|£ B s a (Dff^-Ct#^o 
[0067]tfcf§^W£#<D£Q<«1-&: 

(a)3-(7-7;U^-P-2-4 : -/ l J-;U^-/U5 1 ^-)7x-jU75> 

0. 86g<7)3 -75^^x7— ;U£, 1 OmiOW—MZ^MLtzO. 1 3g(7)^bg^i*<D^$!:::)jn*&l v 
-C/N^^^S-ei fl#fflfl!#-f -So ^-;U£m£TT?|*f££^m^M£l 3ml0DMF[C;f^f -i. 0 
5ml(DDMFlZ^iKLfc1 . 3g(7)2-^P^>^>'l'-7-^JU^P^yU>(»^^n^L^v v^^S^ 

mmmnt^o ioo m \<D7k%mm, ^^20mia)i^^x^u^ffliNr3[H]aai$m^^L v -e-iti^L.7i 

^>1 :l7bvbS$S S B B LsM^^^m. p, 70-71° (D*l^fi.(D^ B e B ff^#3o 

^J8: 4-C3-(7-7^P-2-^yU-;U>h^v)7xz:;L,75y]-2, 2- vXf;U-4-;Hr7l§fg 

^UXT^U ' 

vX^Ux-^UIz^Lf-^ 1 50ml<7)xh7fcK 

P^X^jgLfcl . 9g04-C3-(7-7/b^-P-2-^r/ l J-;U/h J Pv)7xx;U75y]-2, 2-vX^ 

^)\,(J)BVm.Z(Dt^)^t^mm\HVlknt^t^BitLMim. p. 93~93 0 ^Iff £;IR(£tt^ 
:f b» : 1735cm-1 (C=0)„ '. 

•(a)4-C3-(6-7;U^P-2-^y | J^;uyhJrv)^x-;U75y]-2 ) 2- vl^|,-4-^rVi&&. 
m. p. 125-130° , (b)4-C3-(8-7;U^-P-2-^yU^;uyh^v)3'x^ < /U75y]-2, 2-yIf 
.;U-4-^-JrV|&^. m. p. 150—152° , (c)4~C3- (6-<7PP-2-^ry'Jx J ;uy.h^v)^x-^75 
/]-2, 2-vX^U-4-^"4 : -VllK, (d)4-C3-(8-^PP-2-^y | J-;U^h^rv)t?x-;U7S/] 
-2, 2-yIfil-4-t+VlS, (e)4-C3-(7-^;U-2-^r/U--'Mh^rv)7x-;U75y]- 
2, 2-vX^;U-4-**V|&I£, m. p. 162-163° . (f)4-C3-(6-^;U-2-^/U-^>h^r 
v)^x- J /U75y]-2, 2-vX^;U-4-^Vi&^. m. p. 175° , (g)4-C3-(8-y-?MU-2-*y 
>J-;U/K^rv)^x-JU75y]-2, 2- vX5 1 ;U-4-^4rVl&M, (h)4-[3- (7->Mrv-2-^/'J 
-;uyh4 : -v)3'x-JU7Sy]-2, ^-vX^U-^-^VlS^. m. p. 163-164° , (i)4^C3-(6- 

^h4v-2-+yu-;u^h^v)37x^;u7sy]-2, 2-vx^;u-4-^vl§^, (j)4-C3-(8-y-h 

^v-2-^y | J-;uyhJrv)7x-;U75y]-2, 2- vX^U-4-^-JrV|g^, (k)4~C3- (7-^P^E 
-2-^/U-JU>h^v)7x->/U7Sy]-2, 2-vX^;k-4-^Vl§^, m. p. 175° , (l)4-[3- 
(7--hP-2-^y , J^U/h^v)^x^ > iU7Sy]-2, 2-ylfil-4-t^V581,. (m)4-C3-(7 
-v7y-2- : 3ryU-;U>h^v)7x-;i/75y3-2, 2-vX^;U-4-^-JrVl§^, (n)4-C3-(7-y 
^^^-2-^ry'J-JU>h^v)^x^;U75yl-2, 2- vX^;U-4-^V|&^. (o)4-[3-(7- 
7-tz5 L ;U-2-^y , J-;U>h^v)^x=.;U75y]-2, 2^vX^;U-4-^Vl&S. m. p. 164° , (p) 
4-C3-(7-^>v;u^v-2-Jr/U-;Mh^v)7xii;U7Sy]-2, 2-vX^;U-4-^Vl& 
M, m. p. 89-95° , (q)4-C3-(7-(2-7'x-;UX^;U^v)-2-^y | J->/uyK^v)^x^U7 
57D-2, 2-vX^^-4-^-4Vl&^. (r)4-C3-(7-(4->'x->/b^;U^v)-2-^y | J-^^ 

^v)7x^;u75y]-2, 2-vx^;u-4-/j-+vi§^. (s)4-C3-(7-^;u^-p-2-^yu^;u^ 

Jbft)7i- i )l/75y3-2. 2-vIf;i/-4-t : 'FVi§i, m. p. 132-134° , (t)4-[3-(7-<7PP 
-2-*yU-;U>^;U^)^xll7U75y]-2/2-vX^;U-4-^Vi&^ > (u)4-C3-(2-^ry'>l 
-)\,*^)i,tt)Z>JL-)[,T^-2, 2-vX^;U-4-^V|gS, (v)4-C3-(7-7;U^-P-2-^ry 
U^. J /U>5 1 ;UX J IU^-;U)^x^;U75yl-2, 2-vX^;U-4-^v|gM(^fl]0rn--^PP^^,ill : ^ 
$fflL^j7(D^b^^l(D^blC c |:-g)), (w)4-C3-(7-^PP-2-^ry | J-;U^UX;U7^-;U)7i-yU7 
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5/3-2, 2-vX5 1 ;U-4-^vM(igflj(Dm-^PPiS$mW^$ffll^J9t(D^^^I(7)^fb(C c |; 

S), (x)4-C3-(2-^/ | J-;L,^;ux;u^->'U)7x-juT5y]-2, 2-S/x5^u-4-:tf-+7f&it(j& 

fljO)m-^PPil$ ( i^$.ffll^j9u(D^^^ICD^blCj:^) ( (y)4-C7-(7-7;U^-P-2-^r7g- 
jUyh4 L v)^h-2-^;UT5y)-2/2-vX^;U-4-7i-JFViS®, m. p. 196-198° , (z)4-C7 
-(7-^pn-2-^/ , J-^^h+v)i-7h-2-'l';U75/]-2, 2-vXT^-4-^-JrV|§^ 
(aa)4-C7-(2-^F-y'J-;U^h4v)^h-2--l';UTS/]-2, 2-vIfJl-4-^VS|, m. p. 
190-191° , (ab)4-CN-(4-*;U7t<4vX>v;b)-3-(7->'JU^P-2— ^yg ~ ;MMrV)-7x 

-)U75y]-2, 2-vx5 1 ;u-4-^yi§^5 1 ;uxxx>iuCi . A<b4-;rj;u7n'*v^>v;u$ffl^3- 

(7-7;U^-P-2-^y | J-^^h^rv)-T- l J>, 0i]3b<7)N- 7,/U^Mb; 2. #bft/cN- (4-13)1^* 

v^>v;b) -3- (7 i ;u^p-2-^ygii;u^h^v)7-U><!:3-x^u-3->h^v-*>'U7n-;u 

(ac)4-[N-(3-*i;U/t^V^^ 
2-vX^jL,-4-^7i&g£y^Ux;W^ 

/U-;U^h^v)7 7 5>^b, 0ij9ab|Zii-f ), (ad)4-CN-(2-*;U7n^v^>v;U)-3-(7-^>IU^-P 
-2-^-/'J-;U^h^v)7i-;U7Sy]-2, 2-vX^;U-4-^V|§^ : 5 1 >'UXX-t;KN-(2-^/U 
t^v^vJU) -3- (7--7;U7|-p -2-+y U-JUP'h^vyT-'J^b, ^JgablzW), (ae)4-CN 
-(3-^;btN*V^Pt 0 ;U)-3-(7-7^^P-2-^/g-;U>h^rv)^x-;U7S/]-2. 2-yIf 
;U-4-;f^vl&®K3-(7-:7;M-P-2-*y^^ 

x^U)-3-(7-^;^P-2-^y'J-;U^H^v)7-U>$ffll^J3l^-f), (af)4-CN-^;U-3 
-(7-37;U^-P-2-4-y , J-;uyhJrv)7i-7U75/]-2, 2- vX^;U-4-^V|gM>5 1 JUXX^ 
;U(#ij3CD4-C3-(7-7;U^-P-2-Jpy'J^;Mh4v)^xx:;U75yX-2, 2- vX^;U-4-^Vl§ 
K£jmV2^»<7)NaH££j££t^^ (ag)4-CN-^;U-3 
-(7--7;U^-P-2-^7'J-;uyh^v)7x-;U7Sy]-2, 2-vX^>;U-4-?J-JrVi§^(#lj9af04- 
CN-y5 L ;U-3-(7-7;L/^-P-2-^y'J^.;uyh^rV)7x^.>lU75y]-2, 2-vX^;U-4-^Vl& 

^y5 l ;^xx^^$fflL^(1)LiOH/^y-;^/^H^tKP^>/7KT:-0J^7k^lc^^*^xl±(2)7^ 

H-hUv'UC^LTtS^M^h'J^U^PPv^^eO 0 -eSf5$#-S), (ah)4-^3-(7-7>lU;r-P-2 

-^•yj-;u>h4 : -v)>'x-;u75y]-2, 2-^x^;u-4-;r4 1 vl&i£(2, 2-vx^u=]/\^(D^ L Jic 

2, 2-V>^;U=lM<7^ffll^j3|Ziii:^), m. p. 269-210° 
(ai)4-C3-(7-:7;U:f P-2-*/U-JM^^^ 

g&i!(2, 2-vX^;UaM^CDtty[;:2-X^;U-2-^^ m. p. 179 

-180° \ ; . ■ . - ; ' ■ 

'-■(ajJ'4-{3-(7-:7Jkfrn-2-4V'J^ 

7R>g?(2, 2-vX^^3/N^M0nyiC2-(1-^;U^-;Uv^P^>^>lU)-M(Bull. Soc. Ghim. 
Fr. 1964, 579-584)$fflL^J3lZ2ii:^,), m. p. 187-188° 
(akM-CS-CV-^UPfP^-^yU-;^ 

;u#>^(2, 2-vx^;U3/\^cDttyi::2-(i-^;u^ Chi 

m. Fr. 1964, 579-584)^1,^3^1:^), m. p. 190-191° 

(al)4-C3-(7-^PP-2-^y'J-;^K^v)7x-;i,75y]-2, 2-vX^;U^4-^Vi§^(2, 
2^-vX5 1 JH3/\^0lt l 'JIC2, 2-v>^VU=iy\^^fflL^j2|^i:^), (am)4-C3- (2-^yj- 
;U/h^v)7x-/U7=/]-2-X^;U-2-^;U-4-^V|g^(2, 2-\>JL^-)b^j\^m<Dm\Z2 
-T.^}l-2-^)^/\0m^m^m-\\zmC^). (an)4-l3-(2-*S*)-)[,^*is)Z>3:-)lTzS~\ 
-2, 2-v-n-^Pt 0 ;U-4-t^rVi&^(2, 2- vX^Udm^CD^'-JI^, 2- v-n-^P t°;UP 
/\^$fflL^J1IZipi:^), (ao)4-C3-(2-Jry'j^;uyh^rv)^i-;U7Sy]-2, 2-ylfjl/-4 

-^^vSg^^;uxxx;K^ji (Dfb^ti^b; ^J^tfv7yy^>$ffl^7txxx;Mb[3ci:^). (a P )4- 

C3-(7^pp-2-^/U-;uyh+v)7x-;uT5y]-2, 2^vX^;U-4-^V|g^> t 5 1 ^XX^ 

;U(^j2(7)^b^fe^b,0lJ^[i*v7VV^>^ffll^XX7 L ;UiblCcfc^), (ag)4-C3— (7-^7PP-2-^y 
ij-;uyh+v)7x— >IU75y]-2, 2-vX^;U-4-^Vi&K75K(^j9ap(D4-C3-(7-'>PP-2 
-+y«J- > ;b>h^rv)7x-;U75y]-2. 2-vX^;U-4-^-jFvi§^y5 1 ;UXX^;U^b^J^liNH3 
<hO)SJSlC<ti,), (ar)4-C3-(7-^PP-2-^-yU-;uy.^;U7.;U^-;U)^xr:;U75y]-2, 2-i? 
X^;U-4-^V|§^(^J^[i*m-^PPii$mra$ffll^J9t04-i:3-(7-^PP-2-^ryU-;U 
*J-)l=f-*)Z>iL-)l7^-2, 2-vX^U-4-^-JFVH^(7)®iblCd;^), (as)4-C3-(6, 7-vy 
^;U-2-^ry , J-;uyK^v)^x-;U7Sy>-2, 2-vX^;U-4-^V|g^C2. 6, 1-V x )*=f-)V*J 
^^(Tetrahedron 39, 1983, 2831-2841)^baj^§Ls0lJ3l^i:^X, m. p. 184° 0 
#]10: 4-C3-(6-7>iU7j-P-2-^yU-;uyh^v)^x-;UT5y]"-2, 2-vB^-4-Ml 
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0. 34g(D2, 25/X^;U3/\^KfcJ:t/0. 2MikitT^JKD}^^52° Tf2B#&14£#U*l^T?lHlf£ 

M^£^T;l$?Bt3o^M£&*20ml^ 

b*lfc2. 2-yIfJ^/\^7il7Kl^, 3ml(X)V^PP^>lC;"iPL;0. 2g<7)3- (6-7)1*0 -2-^- 
yij - ;U>h*v)T=U>fccfctf 3m'l©t" 'J v>£JP;UfcUTv vv^^^-C^^rHm^L^l^^l OOml(7) : 7K 

■C*D7K^«-r 3 o *r.«ffi£#a£ □ -h* £«• * 1 0ml<D v<7 p p y. 9>r ; 2 0 ft tB *■ ' 

£m. p. 125-130° (7)^fe(D^^-Cl#^ a . 
[0068]ffil6^M^CDiP<i)lii1-|) : 

(a) 2-3?'P : E>5 1 < ;U-6-7>lU^-P^ryiJ> 

11. 5gCDN-^P^a/v£i£^5Kfc£l>'0. 1g(D7 x /e'X-l'V^P-h l J^^,60ml(DTh^PP^> 
l-jUfULfcO. 7g(D2 — ^^^U — 6— ^vlU^P^/U^CV-^^^, J. Heterocyclic Chem. 30(1993)17 

W/^iX^l,3:2$ffl^vU*^;b^a7h^77^1t§ 0 gIfb^i^m. p. 88-90° 

(b) 3-(6-7;U^-P-2-^-yU-JU>h^rv)T- l J> 

1. 74g(7)3-/'5y>'xy— ;U$. 1 5ml(7)^/-;HZ^L7cO. Sg^^-KU^AfDjg^lZin^^l^MV 

B#IHIHt#-r&6 >^y-^$K^Tr^^-ti^^-e?i§^l$30ml(73 i;>^;u^;uA75Ki=- 
iS»1"-5o 12ml(Dv^;U^:;UA7SK[^ML7c3. o s (D2-Jn=E^)^6-yj^u^-y'jy(omm 
ZtiaXXW+yttm^Vl 2B#Fe1}t^-r^o -jSSi^K-STT?ll^-&*lvt?SS«j|Z1 00ml<D7k£iP* 

«oA7f?sixfjK#^ 1 5mre2@)^ttajL*t^«aii-T^*v^A^s*T-s. ; aa'L^Lv-es^ 

Tl:^]^^#fc^;?^g#I^^W>/rax^;ui : 1 %mi*is l )±7JlV<?nvW5-?4-mmL 
&Bik&ty£Ml*W&*4)l<l)B-(*&&6 1H-NMR(300 MHz, CDC 1 3 ) :x;U* = 5. 33 (s, 2H:CH 
2), 6. 20-6. 39(m, 2H), 6. 43(m, 1H), 7. 04(m, 1 H) , 7. 42-7. 56(m, 2H), 7. 69(d, 1 
H), 8. 07(m, 1H). 8. 14(d. 1H)ppm 0 

#J11 : 4-C7-(6-37;U^-P-2-^/'J-;U^h4 1 v)^-3'h-2-'f;U7=y]-2, 2-yIf^-4-t 

1. 3gCD2, 2-vX^;Uzi/\^fc c fcuC0. 92g<D7- (6-7;l^-P -2-^r/ l J-;uyh^rv)^h-2- 
-r;UT5>^btil^L, #lj6I^Craii^^^m. p. 191-196° <D^-Vifeig H B B ff2T:i#&o 
[0069]t±i^^H»(7)$P<P^f 

(a)7-(6-7;U^P-2-^ry'J->'U>h^rv)^l — 2 — ()ITZ>5. 3g(7)2-7'5y-7-tKP^V^- 
7$b>fccfctf8. 0g(D2-^P^^;U-6-^/U^PJr/'J>(^Jl0a)^btil^L.^j6(a)ICiiCr.SM 
it-a^^h; 1H-NMR(300 MHz, CDCI3 ) :t^L^ = 5. 45(s, 2H:CH2 ), 6. 80(dd, 1H), 6. 8 
5(d, 1H), 7. 10(d, 1H), 7. 40(dd, 1H), 7. 45(dd, 1H), 7. 52(dt, 1H), 7. 58(d, 1H), 7. 63 
(d, 1H), 7. 73(d, 1H), 8. 10(dd, 1H). 8. 14(d, 1H)ppm 0 

#J12: 4-13- (Q-Z>)l*U-2-*A)-)\,*T jl-)\,T^J]-2, 2-yIfjb-4-t*V 

ISiT ^ . 

4. 48g0)2, 2-vX^;U=iM^fc^U:2. 40g(7)3-(6-7/^P-2-^/ l J-;U>^ 1 ;U^)7- , j> 
^bfcHHU 0lJ7IZ*DtS^b^!fel$m. p. 1.17-120° (7)/<-vrLfeiSS H a H BTl#^„ 

{a)$-{6-?)i,*n-2-*r;*)-)W-)l=j-Jr)T->)y 

3. 49g(7)3-75y^7xy— ;Ufccfel>*6. 70g(7)2-:m^y^;U-6-?;U;fP4 L >/ | J>($Jl 0(a))frb 
tB^Lr.#lj7(a)|zmi:rSM^#l^m. p. 69-73° <7)$g B B B Jf^#^ 0 

M13: 4-C3-(8-7;U^-P-2-4 L >"l->'MhJrv)7x-;U7'5y]-2, 2- vX^/U-4-^Vig^ 

4. 68gCD2, 2-vX^;L/P/\^itfcJ;l>*2. 80g(D3- (8-^U^P -2-^/U-;U>h+v)7-U>fr 
b£tlilL.JlJlOlcmi:r*^b^tl^m. p. 150-152° 0)'<-^'&(Dife&BVm% o 

(a)2-*T)\,-8-7)\,*n%-Si)y 

45. 6g(7)^;U^P7-'J>$450ml(D2-^y— VUll&AU 2H^?2-^y— ;UlC^jgL£:HCI(D6. 6 
tlHH 40mlfc £1/1 55. 6g<D<7P;U7-;U^iP^-i)6 S^^^^L^^bADl^iijt'r^o 1 
20ml(D2-^y-;KZ^mLfc40. OgCD^Ph^T^xtKro^^^SJtoI^tl^^TL^Lv-ey^^^ 

^^30'AmtQmm^tho m^immiz^)m^n^\o2Nym^mit-i-\-') r 7A^ 

4O0mi(Dv<7Ppy£>p B 1iz:tfl2t'&o^M 
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f)>f il-QOO^bfztZti— «ftg1"<5£:Sffi<b£$l£flK>;' 1H-NMR(300 MHz, CDCI3 ) :x>lU£.= 2. 8 
0(s, 3H:CH3 ), 7. 31 -7. 44(m, 3H), 7. 55(m, 1H), 8. 05(dd, 1H)ppm 0 

(b) 2-^*P : E>5 1 ;u-8-^;^p^-y , j> 

10g(7)2->^;U-8-^;U^-P^yU>fccfcl>*16. 5g(DN-?'P^;V7vW5Kfrbaif£U $J10(a)|- 
$DtIift^Mm. p. 89-93° <7)-HL^fe(7)IS H H H ^T;1#-5 0 . 

(c) 3-(8-^U^P-2-^/ , J-;uyh^v)-KP/<>X> 

0. 67g(7)3-^hP^iy— ;UfcJ:t>*1. 15gCD2-^P ; Ey^ l J »U-8-^;b^-P^y | J>^. 1 10ml<7)X^;U 

>^;u^h>icj§^L;3. 3 g <7)M^hU^Afc£tfo. SgcDa^^TbO^A^Ja^^^-e/ W^SBtrBiAo 

^uasiib^^. v^pp^>x^^>^bH^ H ra H^m. p. 128-129° om^n^^vm 

(d) 3-(8-7;U^-P-2-^/'J-;U^h+v)7-U> 
.1. 2g<D3-(8^:7;U^P-2-*yU-;uyh^vy-^ 

3. 5g(D^-->yVJ^$^□^^L^T?/\^^^^;afccta^ET:-7K^^^J□^'g)„ M^;1ML^J$S^T 

<<-mm.?%o mmitsMZm. P . 94-97° <Dm^£ieiif&-ei#&o 

fllj14: 4-[7-(8-^U^-P-2-JFyj-;U>h^v)^l — 2-^75/] -2, 2-vIfJb-4-t 
0. 41g02, 2-vX^=WY7i£fcJ;t>*0. 29g(D7- (8-7;U^P-2-+y'J -;U>h+v)^-7h-2 

— <)\sT^>fr*&§£L.m6izmcxmmit£w$:rn. P . 193-196° ^-va.fecflf^Mt.So 

[0072]aifl^K^O$D<iliJf 6: 

(a)7-(8-^U^-P-2-^yj-;L,>h^v)^l — 2-<;UT5W-tFP^V-h^L^>^J;l>*5. Og 
<7)2-^P^^;U-8-7';P^P+/'J>C^Jl3(b)]^btiJ||L, 0"j6(a)|Cif Cr^Mfb^^^m. p. 14 
1 - 1 42° (D*-^&(Dlt£&MVmZ> a 

0dT5: 4-C3-(8-7^P-2-^yg->lU^;U^)^x^;U75y]-2, 2-vlfJl/-4-t+V 
S&8£ ". 

4. 97g<D2, 2-vI^Ua/\^i£fccfctf3/l5gCD3M8-^ 

A^ai^L^j7|zmi:rSM^^$m. p. 113~115° £D^-v^feCDfg H e H ff^i#-i) 0 
(a)3-(8-7'VU^-P-2-^yU-;U^/U^)7'- l J> 

2. 72gCD3-7S/^7iy— ;ixfcd;t>*5. 20g(»2-^P^^;U-8— ^;U^P^F-y'J>a5iJ1 3(b))^b 
aj^LT,0lj7(a)lC^CSII^»m. p! 80-83° C7)$galf^^#^ 0 

15"J16: 4-C3-(6, 7-v3';^p-2-^y'j-;uyh^v)3'x-;u7 7 5y]-2, 2-vIf;i/-4-t+ 
vHi! - . 

mSlzmC. Z, 2-vX^JH3y\>7^fe c fct>*3-(6. 7 - v^U/j-P -2-*/'J— ;uyh^v)7-'J>^bS 
iHb^^i^, ^lia&C7)1i^(Dff^t#^; 1H-NMR, 200 MHz, DMSO, xJkSKppm) =9. 90 
(s, 1H). 8. 42(d, 1H)| 8. 10(m, 2H) , 7. 70(d, 1 H) , 1. 45(m, 1H), 7. 07(m. 2H), 6. 73 
(d. 1H), 5. 35(s. 2H), 2. 58(s, 2H), 1. 80(m, 4H). 0. 80(t, 6H)„ 
[OO743tb^K«(D$0<M-r^o . - 

(a) 2-^;U-6, 7-v7JbtP^'J> 

3, 4-v:?;U*P*/U>frbffi^U0Jl3(a)^ 

^<b<Dj£J&l^oT^^b£$3£f#&(J. Heteroycl. Chem. 30(1 993) 1 7-21 £#BS) 0 

(b) 3-(6, 7-v^hP-2-4y | J-;^h+v)7- i j>2-y^u-6, 7-v:7;u*p*/v>frbt£i3§ 

U#]3(a)CNBS-:?PAlb}fccm*#]3(bK3-7=^ 

-NMR, 200 MHz, DMSO, T^U£(ppm) =8. 42(d, 1H). 8, 10(m, 2H), 7. 67 (d, 1H), 7. 45 
(m, 1H), 6. 90(t, 1H), 6. 20(m; 3H), 5. 25(s, 2H), 5. 08(s, 2H) 0 
M17: 4-CN-(4-7D;U7K^;U-2->h^v^>v;U)-3-(7 
^x^;U75y]-2, 2-vX^^-4-^VS§6t 

o. 1 2g04-CN- (4-/h^v7j;ufe/u-2-yh4-v^>v>ii,) -3- (7-^;l,^-p-2- Jpyj-juy . 

h^rv) -7x^^757^2, 2- vX^;U-4-^V@§^^;UXX7 L ;U('(5<J1 7A)fccfeI>*2ml(D1 0N7K 

mti-wttAm&Z. 7ky/$;-)i/Th^th*n-j^i ■. 1 : 1 *20Mini&3;5£i- 6 D nhci£ 
Ap^/^$pH^2iz|ignL^^Tf^^^b>/'-ry^P/\ 0 /-;u4: 1 -e3@aaj-r.g>o -^icLfc^ffi 
$i&*Q^bThhU0A^;1reiftl\ra 
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;UX-^;U-e}t^L.ML^t^l5;^LSfe^a B H Kiift$t#'g); 1H-NMR, 400 MHz, DMSO, f7U 
£(ppm)=8. 40(d, 2H), 8. 05(dd, 1H), 7. 67(dd. 1H), 7. 58(d, 1H), 7. 2-7. 5(m, 4H), 
7. 0(m. 1H), 6. 86(m, 1H), 6. 75(m, 1H), 5. 37(s, 2H), 4. 80(s, 2H), 3. 68(s, 3H), 2. 3 
0(s, 2H), 1. 50(q, 4H), 0. 6(t, 6H) 0 

,$J1 7A: 4-CN- (4-p<h^V^>IU7n-;U-2-/h+V / <>v;U) -3- (7-7/btQ-2-^/ l J-iMh 
^rv)7x-;UT5y3-2, 2- vX^JU-4-* ^v|§g£^UXXx;U 

0. ig(D3-x^;u-3-^h^v^;U7tt-;u-^>^>^( = 2, 2-vx^;un/\>7^<7)^;u^x7.T-;u; 

Bull. Soc. Chim. 1 964, 828#BS) , 0. 38g(DN-X^ J IU-N- (3- V^JUTS^P fcfJU) — ^J^UTff 
V-fSK&^J&fc^tfO. 24g04-v^;U7=y- t°'J v>£ N 20mlO)^t^b>IZ;1g$L7cO. 22g(DN 

a);*i^lcia^^) 0 £J£;g£tl£M;U^72B#r H W^6 0 1 oOmi(Drax^;u^S0;g^tl[=iP^. 

1H-NMR, 200 MHz; CDCI3 , ^U^(ppm) =8. 17(d, 1H), 7. 83(dd, 1H), 7. 70(d 
d. 1H), 7. 55(d, 2H), 7. 40-7. 1 8(m, 4H), 6. 95(dd, 1H), 6. 65(m, 2H), 5. 30(s, 2H), 
4. 90(s, 2H), 3.. 90(s, 3H), 3. 70(2s, 6H), 2. 37(s, 2H), 1. 60(q, 4H). 0. 65(t, 6H) Q 

(a)N-(4-yH^rV^;U^-;U-2->h^rV^>v;U) -3- (7 P-2-^/U-;U>h^v)7- 

50m\(DJL?)[s**)[''T^lylzmMLtzO. 536g(»3- (7-^;U^P-2-#yU-;^hJrv)7-U>, 0. 
518g(7)3->K^rV-4-^P ; E>^;L,-$,&#^^^XX7 i JU, 1. Og^l^HJ^Afc^tf 6. 2g£> 

[oo76]^u^H^^^^;i^L^^T:^^iz < fcy;BiS'r^o mn^ , jts / f^^^>/'.mm^ 

)l3:2)^ffiW:L%mit£ty$:*'()\s(D&-e%&; 1H-NMR, 200 MHz, CDCI3 . fj^(ppm)=8. 1 
2(d, 1H), 7. 80(dd, TH), 7. 5-7. 7(m, 4H), 7. 25-7. 35(m, 2H), 7. 05(t; 1H), 5,30 
(s, 2H). 4. 35(s, 2H), 3. 90(2s, 6H) 6 

#118: 4-C3-(7-^>v;U^V-2-^y | j-;U>h4 : -v)7'x^;UTSy3-2. 2-vIfil/-4-t 
2, 2-vX^Uzi/\^g?fc£tf3-(7-^>*;;U:l-^ 

lzmCX^mit^m^ 0 m. p. 89-95° <7)W^lw^fe(D|g a a a .$^ 0 IR(KBr):3325, 296 
6, 1689, 1599, 1545, 1512, 1492, 1436, 1380. 1208, 1157, 1024, 842, 775, 695cm- 

io " - . . ■ . ■ ' ; V 

(a) 2-^;L,-7-K>v;^+v^y'j> 

3-^>v;U**V^/U>frbm#§U#Jl3(a)IC^ 

T-;Ut(DJ&f5lC c korSli'lb-a-tl^#^(J. Heterocycl. Chem. 30(1 993) 1 7-21 #!£) 0 

(b) 3-(7-^>v;u^^v-2-4/ | J-;u^K^v)7- i ;> 
xs-)i't(D.&m}izmc%mit£fy%mz>\™. P . 115-1 1 7 0 o^&cD&gkmtfmttiz,, 

0IJ19: 4-C3-(7-tKP4 L V-2-^y | J-;U^hJFv)^x^.;UT5y3-2, 2- vX^;U-4-^VlS 

0. 37g(7)4-C3-(7-^>v;U^v-2-^yU-;U>h^v)7i-;U75/]-2, 2-vlfJI/-4-. 
^-+V|&^(15"J18). 2mKDK l JX^jL,7'5>. 0. 01 85g(D/\^^A/%&itXmm%Z5&lS'\ Omm'rh 

yiif^, ^M£i^b^b>/y$/-JU95 ■ 5fcc£t>*9 : 1 £m^Xi/ , )73?;iV<7n^hy : 77j-& 

mt^ 0 ^mit^^t^\Z^^(D^BmmW(DBVm^-, 1H-NMR, 400 MHz, DMSO. t% 
£(ppm) = 1,0. 3(s, 1H), 8. 20(d, 1H), 7. 28(m, 2H), 7. 25(d, 1H), 7. 1-7. 18(m, 3H), 
6. 65(dd, 1'H), 5. 22(s, 2H), 2. 47(s, 2H), 1. 49(m, 4H), 0. 78(t. 6H) G 
$]20: 4-C3-(7-^P ; E-2-^ry | J-;U/h^v)7x^.;UT5/]-2, 2- vX^;U-4-^V|g^ 
2g<D3-(7-^'P ; €-2-Jr/ l J-;Mh^»T-U^fccfcr;i. 9gtf>2, 2-vX^U=i/\>7igiS7K#l(ii 
1§\Z&i)mmZtltc1i>CD)$:. 28mlCDt°'Jv>4'20 o T-72^f B 1^#L^t^-C^fllCj;Uil$gt-^o 

25mi(7)2N7Ktt^^i^si;i^i±m^T:-e«^2o o v3o^mmnL^xm^-r^o)mm^x^ 

^TrX^/-7UAvbSIS H B B Lm. p. 175° <7)&&<D$£ilff<j£#3. IR(*va-;U) : !f#IZ3600-21 0 
0, 3308, 1710, 1670, 1610, 1600, 1497cm-1 0 
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(a) 2-y^;U-7-^P ; E-^y | J>-1-^- ;3 rvK , • = 
75ml0CH2 CI2 ll;§PLf;:10. 05g(Dm-^PPMM^ 

7. OQgOlZ-^^jl-l-^O^-^-J^l/lC. M. b— )l>, J. Org. Chem. 42(5) (1 977) 911 -913] 

(Dmffiz3oft\zfcfzr>xmTL^x^v/v>tt2o° x^6mmmf4t^o^xmm^^v^Mi,.K 

2 C03 , Na2 S2 03 &&XfNaC\(D&2M7)l&mfcXmffiLX%:L\ Na2 S04 X$imL&^XBM~M 
f&mLB.mit^^. ZtL$CH2 CI2 /X-^;U//N^>^bS^H B aLr|§M'r^o 

(b) 2-900*^)1-7 -Z?a=E-*c; , )l; 

6. 5ml<7)h;UX>|C-§^Lfc5. 7ml(D^>^>X;U^-^^PUK(Dit;^V32ml(Dh^X>l3^^Lfc5g 

02-W-7-^P^-+/U>-l-t4vh*©ii;li:,l#Wb, 1 Btfellz^f-or^TL, ^ 

-e/^$50° . XI 6mmMft-?Z>o Xl^XZH%ffiMJLl L MzqBl.l&£-e. NaHC03fc£tf NaCI(7)#2N7K 

ttjs?a^ifcf \ Na2 so4 v&ML'Xi^mmz&vmmt §. mm^^^j^^xoo^b^y^ 
-^gi-£ 0 h;ux>T;^aiL^ 

CH2 CI2/x-x^x-^-y->^bSlS e B a LjEI^$«« 0 

(c) 3-(7-Z?0*:-2-*y i )-)U*b*is)7- l )y 

0. 32g0NaH(95%)^, 3Oml(DDMF|Z^ft?L/-1. 38g03-75y^x7— )MDfe&\Z0° XliUz.%.1^ 
X/^T£0 o -e30^r B Ht#-T^o SH*ff2£>3. 2^02-000^)1-^7 -^0=E-^^)y^Z\ZlS\X 

;*^-e/\W£o° tMiciB#raiii^u^i^2o o ^izia#r B i^#t'^o^L^-^Mx5 i ;L'-e#i? 

U 7K-eftl\ Na2 S04 T;-&^L;fcl^l&3glC^ 

^^-M-T€) 0 b;ux>/p|txT/u95:5^aiLfc±^ 

$HLailfb^tl$#, CH^CH2 CI2 /i-fib/'N+t>^bSS H 0 H Lr5i:iMt^o 

M21 : 4-C3-(6/7-v^a^>^y-2-+y'Jri;U^h^v)>'x-;U7=y]-2, 2-vW-4-t 

2. 48g03-(6. 7-v^P^>^y-2-4/U-;U^h^v)T-U>fcJ:t>2. 67g<7)2, 2-yIfJW 
/\^M7K^(^^I^J;y|IM^^(D)^/40ml<7)t o Uv>4'20 o T?72B#P B 1^Lm^f£lc£<<J;t 
ISf ^o?^^^$25ml(D2N7Ktt^^l3!l;S$-tt^^'e^^$20 0 T!30#PBm#UH^Jt;®T&o 
OT^7KT?m^^^TrX^y-jU^bSiiig H a H tm. p. 1 80° <D&£(D|£J|^£f#^ IR(Xva-yU) 
1:13600-2200,3325, 1683, 1600, 1542cm-1 0 
[0079]tU^W^(Dia<Pii«: 

(a) 2-^VU-6, 7-v^a^>^y-^/'J>-i -^vK 

1 20ml(DCH2 CI2 lZ;£fi?Lf-1 9. 9g(Dm-^7DPii$m#^(D;t^, 1 20ml(DCH2 CI2 |ZjS»Lf;1 

1. 6g(7)2-^5 1 ;U-6, 7-v^P^>$*y-^yUM l J>K*— JUtl; Monatsh. Chem. 72(1 939)35 
. 4, 356]0jt^lC3O^lCt)tcoX^TU ^^T?/^$20 ? T1 eMJf 6b &^XffimX?)\sX 

ibmL. K2 C03 , Na2 S203 &&UMaC\0&2M7k&mfeXmfaLXM\ Na2 S04 T^^Lm^^ 
%\Z^mWL^.m\t^K%. Ctl$CH2 CI2 /X-x;U^bSiKB a BLTlliJf 

(b) 2-^PP^-6, 7-v^7P^>'S'/-^y | J> 

12mKDK;UX>|Z^Lfc9. 47ml(E>^>-tz>X;U*-;U'?P U K<DiS 100ml(7)h;UX>|^;t^Lfc 

7. 32g02-^;U-6, 7-v^P^>^y-^yU>-1-^vK0)^IC,^L^b, iMlCfr 
tziXffiTL, ^^-C/v^$50° T?1 6B#r H 1H^^)o ^Ln^Z^Hf^X^JUCDSjJX^, NaHC03 
£tfNaCI(D&2N7K1l^&T:1fclv v Na2 S04 X&mtX^Xmmz&V^mt&o BM^m^250gO 

vUtj^ut^p^h^'^y-M 

^-wzL^xmMLxm^Lmmit^^m. zh^cmc\2yji-i'^t^mm^Lw.\zmmt ; bo 

(c) 3-(6, 7-v^p^>^/-2-^y'j-;uyh^v)T-U> 

0. 313g<DNaH(95%)£ s 30ml(DDMF!wj§ftf L/i1 . 35g03-75y7x/— ;KDi§^lC0 o Tffin;^ 
l^/<^£0° X30ftmmnt&o mmZ<D2. 66g<7)2-^PP^U-6, 7-v£P^>Sy-4Vj 

>^aciD^mM?/v^$o° -cjei^im»u^l^2o° x^\z\m$mnt& 0 %.i^zti£m 

®X^;U-e#f?L, 7KT:^L\ Na2 S04 X$imL%.^XmmzM &#6£S*!!l£l 00gCDv'j7J 
fJU^P^h^^^-f- JES^So h;UX>/^^X^;U95:5fcJ;t):95: 1 ^ffiLTc^jS^-B^ili^ 

^Hic^tN-e^^i^cfcUMbasUb^^^, zti^cH2 ci2 /x-^^/^Jr-y-^^bS^aiLrH 

^J22: 4-C3-(7-hU^;U^P>h^V-2-^y i J^;Mh^v)7i->'U75/]-2, 2-yIfiH4- 

1. 65g<D3^7-hU^U7rP>h^V-2-^/^ 52g<7)2, 2-.vIfJl/ 
=l/A^M7K^. 26ml(7)t 0 Uv>*20 o ^72B#P^#Lm\T?|£#gl^mfrf &o ?£g^)£l 6ml<7) 
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l5/-Jl/^bSg B B B Lni. p. 172° (D^a B Bft^#-S.IR(^va— 4#lZ3-60p-250d, 3330, 169 
0, 1595, 1545cm-l 0 

(a) 2->^;U-7-hU7;U^P>h-^V-+/ , J> 
4 SSgOS-HJ^U^PXh^i^-U^ 

1 1ml(D4: 8NHClfc£t>'6, 22gCD2. 3-v<7PP-1, 4-^h^ry>$#JPL^lv-C/\^$JPi}ii3r L 
-f& 0 6: 5ml02-^y— JHZjgjBLf=2. 74mlCD^Ph>7;UxtK(D^^50^Wc^7tor;*STL^ # 

Na2 so4 ^nmLX^T°mmz&vmffit&<, mm^mw^mh^itzmmit^^mmt 

(b) 2-^;u-7-h i J7;u^-p>h4v-*y , j>-i-^vK 

30ml(7)CH2 CI2 \Z%MLtz4. 1 5g(Dm-^PPia$mM(D^$. 30ml(DCH2 CI2 l^$L£:3g<D 
2-^U-7-HJ3';U^P^h^v-^U>0}t;^IZ3O^I^/ccT^TU ^^t?/\^^20° TH6 
B#PbW4^ 3o ^L^St^XT;Uir#IRL. K2 C03 , Na2 S2 03 &&tfNaC\(D&2Wkfc%feV&mL 

x$ti\ Na2 so4.v&mL&^x*mmz^mmLmmit€ity£n< ztizcm ci2 /x-TM>bis$£ 

(c) 2-^pp^;u-7-hU7;u>t-pyh4 i v-^y | J> 

3. 5mic6h;ux>|--t^Lf;2 eSml^^^^XjUT^^U^PUKOJt^. SSml^h^XMC^^Lfc 
2. 53g(7)2-^>)U-7-h l J7;U^-P>h^V-^r/ l J>-1 -.^+vK(D-J§jSlC % Jt#UpJ&*t>v.1 
^fcotlTL, ;;H^v\*';/^£50 o -C1 6B#F B 1}f *Tf £o ^t^Ztl^rax^^HHRJlX^. NaHC03 

fccm*Naci<D#2N7KHit$T*;fti,\ Na2 so4v&mL^vmmzMmmt,$> 0 mm%&m$- ; s)-h 

(d) 3-(7-h l J7;u^-pp t h J pv-2-+y | j-;u^h^v)T- l J> 

0. 175g<7)NaH(95%)£. 20ml(DDMFlC;ffl?LfcO. 754g(D3-75y^xy— JKDjgj&KO 0 / t?JjP;L& 
L^/v^0° V30ftfflffiftt&o 78g(7)2-^PP^;U-7-h l j7/U^-P>H4v-^y 

^/ut?#sru 7Kt?^lv Na2 so4 vfrmLXi^mmz^mmt&o mmmmyazi oog<DvU7Wu 

^PTh^^H&S^o hJUX^/itig^ 

I^^T:«|Zd;y;lffibM^B-^^t#. Ztl^CH2 CI2 /X-T^/^^^bS^B^L-CHlcm 
#lj23:°4-C3-(7-T-tr5 1 ;U-2-^y | J->'U>hJrv)3'x-;U75y]-2, 2 - vlf)l/ - A-ir^M 

m ; ' ■ ■• " • - . 

0. 36g(D3-(7-7-b^;U-2^^ry'JZ-;Uj/h^v)T- , J>fccfct;0. 385g<7)2, 2- vX^/Un/N^St 
5mlGDt°'Jv>*20 o -C72B#F B 1^L^L^^lC^y;l^^ 0 Sim£5ml£D2N7K14i&i£ 

\zmM£-£%.^vMM$i%20° ^30^F B ^^t^L^t^l:^;^^-±lcg^•^/•-^M^E^T20' , "Cft 

JStSo f#btLfcMSJ^ra$50gCDvU7J^;U^PTh^^-^S1-^o (K(bX>/@titXTJH : 1 

2CI2 /^/-;U/7-bh>;I^^^bS^ B a a L$^{b^$m. p : 164° (D$g H B H M#^;iR(^vrL- 
JU) : $#(^3600-21 00, 3350, 1675, 1600cm-l o 

[0081 ]&%yzn : £%.(D$Q<mMt$>: 

(a) 2-^)\s-7-7-\zT)[>-*/Ts 

13. 5g(D3-7H/-7th7iy>£, 115ml(D2-:?'$y-JUI^^ 

4. 8NHCIfcefcO*22. 7g<7)2, 3-V7PP-1 , 4-:J-7H3V>£ ;SJnL^L^t?/\*^^iPi&§/*'f 24 
ml(7)2-^/-;HCjS^?Lfc1 OmKD^PhVT^xtKOT^^SO^lZ^fzor^Tb^ 

mm&^T20^mmn-r^ o xi^\Mmz&mm$i®u m%m%v>i£mw^M^ : %ML. NaoH 

fc£tfNaCimN7k1$^$T:lfci\ Na2 so4 -e^L^^T^^I^cty^afi^^^f. 

(b) 2-^U-7-7-tZ^U-*/'J>- 1 -JiMrvK 

50ml<DCH2 CI2 IZ^L/r5g<Dm-7PPii$m#l£0;£;&£. 30ml<DCH2 CH2 [C^^Lfe4. 2g(D 
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Mftt&aX.^Vffim^Jl'VmRL, K2 C03 , Na2 S2 03 ££t>*NaCI(D&2N7ktt^$TSS$|LTgfc 
L\ Na2 S04 X^mL^XMMZ^jmmt^o M3§SIM£l 00g(Di/>) fi?)l>Wn-?h7 ; 7Z?'(-m 

, mir£ 0 ifigx5 1 ;b/y$/-/i,95:5T^ft^^ 

(c) 2-^po^;u-7-7-tz^;u-^/ l J> 

2ml<D.h)Ux^[C^Lfc1 . O7ml0^>^>7jU,t<— ;U£P.'jK<D'iS£5fc£s 1 5ml(DHUXMC^jg.L/=0. 8 
g<D2-^b-7-T-tz^;u-*/'J>-1 -**$>\:<D%ffiZ % mWLWP}* IftWlzfrfcoTiSTU' 
^L^/v^$50° tr1.6B#f B 1^#t-^o^l^-Z^rax^;U|cq&l|X^-a- x NaHCOS fcJzU'NaCKD^ 
2N7Kt£;t;"$-t:ifcl\ Na2 SQ4 X&mLX^XMmizMmmt&o m3&%^^ OOz(D^)l>>f )\,'C°0 
□ 7h^77^-ffllt^„ Hl>x://ffgx^;i,9: 1 xmthLtz^^^AM^-mzL^xmMLX 
M^LaM^^$f#, cn$CH2 CI2 /x-^;u/^+h>^t,S^a a a LMIc||M-r^)o 

(d) 3 - (7 -T-tz^U- 2 - Jpy 'J-JU^- Mf v) T-'J> 

30mg<DNaH(95%)£, 2. 5ml(7)DMFl;;"#^L/cO. 1 3g(7>3-75y:7i/— ^KDjg^lCO 0 T^QtL^U 
X'/vyf-^O" X30'Amffint&o W\faM<DO. 25g02-^PP^U-7-7^^U-^VU>£7jn*# 

im?/ \^£o° -cmici s#r B iitf#L^UT:2G 0 r-Hi^i MiUf-r^o m^;:;h,£Piix^;u-e« 

U 7K-egfeU, Na2 S04 tr^^L^^-eE^l^^yiili-r^o ^^§?l^^25g0v'J^ W^P trhtf 

mZ4: 4-C3-(6-WU-2-^y'J-^yh4v)^x->/UT5y]-2, 2- vX^;U-4-;f *7B§1£ 
2. 05g(D3-(6->5 1 ;U-2-^yU-;U/K^v)T-U>fcJ;i;2. 42g<7)2, 2-vX^U=]/\^i£il7k 
30ml(7)t O| Jv>*20 o T?72B#f B 1}i^Lm^fglZ < i:tJ;I$g-r^ 0 ^g^25ml(D2N7Ktt^ 
l::?g;i£^m^!g;S;&£20 o Tj30#|ia£#L#l*-C!M-r<5„ ;±l^^^7K-egfeL^^L^-ex^y-;^A^b 
S$SHLm,.p. 175° CD^feCD|gBl^$#^IR(5?va— ;U) :#l^3600-2600, 3330, 1 685, 154 
5 cm- 1 o 

[0082]tBf§t!S^(7)$n<Mt^: 
(a)3-(6->fJI/-2-^/ l J-;Wh^»7- l J> 

0. 43gCDNaH(95%)$,30ml(^)DMF|I;"#MLrc1. 85g(D3-75/7i/— )MDlg}&\Z0° X1)Q?LX.I^ 
Tv\V^o° t?30#iBiiS#-f a, HH*ff2£>3. 2g(7)2-^PPy5 1 ;U-7-^;U-^yU>(7b7^^#l^8 
2, 57733P^^U*^il#IW829573#RB)$JO^^^-C:vv^$0 0 T^IZI B^MftLm^O 0 X 

w.\zM$mmnt&o ^xzh^mmx^^x^mu 7Kxmk n 3 2 so4 x&mLX^xmmz&vm 

m-f&o mmB^^Z50g(Diy , )l3^^x^n^['^y^-m^-t^ o h;ux>/Mx^;u95:5^tti 
Lfr±j»^W#®£-i&^^ CI2 /x-t^/'n* 

0)|25.: 4-C3-C6, 7-v>^;U-2-^yj-;U>h J Fv)7i-.;U75y]-2, 2-vX^;U-4-^V 
B§gg 

1. 65g£>3-(6, 7-v^;U-2-^yV-;U/h^v)7 > -U>fcJ;tN*1. 85g<7)2, 2-vXf;i/3/\^l 
&7K^$. 25ml(De'Jv>*20 0 T^ZB^M^L^^-T^^lCcbU-ilg-r^o 53ira£25ml(D2N7ktt 

^ic»$-fr^^-x?!i;S^20 < ' -eso^-^jt^L^^-eiiiit-^, ^^#i$7K-e^^^^-ex^y- 

^U^bSlSHlLm, P. 184° (D^B^ff^#^>IR(^va— ;U) :f$l^3600-2500, 3320, 1680, 160 
0, 1 547cm-1„ 

(a)2, 6, 7-HJj^;U-4V'J>-1 -Tf+vK 

80mlCDCH2 CI2 I.C5SjS¥L.f=15. SgQm-^PPig^t^^ji;^^, 80mlO)CH2 CI2 djffgLfcS: 6 
g<7)2, 6, 7-h'jy5 1 ;U-^y | J^CA. G. ^-X/t^>, Tetrahedron 39(1 7) (1 982)2831 -2841 

mzsoftizfrtz^xffiTL.x^x/v^zzo 0 mfflMft-f&o %.^xmm^)i>x%i$RL. kzco 

3 , Na2 S2 03 NaCI<A&2N7ktt;^;reiSMLT&lV Na2 S04 X&mLZl^Xmmz&VlmSfeL 

mmit^m^m^^cH2c\2x^-^)iy^v-y^n^BLx^mt^o 

{b)2-0UU*^)\,-G,l-i>*=?-)l-*J>)y 

1 0ml(7)HUX>[Z-tfi?Lfc9. 4m\O)^if^7.)ly\s—)^n i )\ : 0^^. 60ml(Dh;UX>|Cj§jgLfc6. 3 

5g02, 6. 7-h i J^;u-^/u>-i '-t^-^ommz. mnu^h. i mmizfrt^xffiTu ^ 

X/<VT£50° "CM 6HF B 1W« 0 'k^XZtl£WtM±TMZ®.l&£-£^ NaHC03 £ cfctfNaCI(7)#2N 
7Kttj§;«-e3tl\ Na2 S04 T*^U*^TMl::£mm--l>o ^^^^^$250g(7) vU*^;U^P 
Tr-^77^-MS-ri)o h;UX>/p®X^;U99: 1 ^t±iL^J5jctl^^^il^-M^L^^T?^^LT 
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liLiljt^i^iv Z^l$CH2 CI2 /X-f->'L,/^^>^bS^ fl B H LMlC^i'-r^ 0 
(c)3— (6, 7-v>^U-2-Jry'j->'U>K^v)y- l J> 

O: 35g©NaH(95%)£;30ml<DDMF|C;gjgLfc1. 51 g(7)3-7Sy:7i/'-;U<D;^;l£K0 0 T?iQ;L#lV 

•&t\ Na2 so4 vnmL&isvmmz&mmtZo mnmmm^zsos^jw^v^o^^y^ 

&£LaiHb£ti£t4K C*i£CH2 CI2 /x-TjufrbSI^LTMKltSrf &<> 

#|26: 4-C3-(7-^;u-2-4F-y , j-;u>H^v)r'i-;uT5y]-2. 2-vX^;U-4-^VS§i! 

2, 2-vX^;Up/\^l£&7k^fc^3-^ ^J20lcie«L 

fdb^iziic. M^^m . p. 162-163° ii£©l£fl-e#& 0 - 

(a) 2, .■7-i>y^U-#>'J>-— t-^i/K 

2, 7-v>W^y | J>CZ. V*>^, J. HeterocyclicChem. 30(1 993) 1 7-21 Ofrb$j20(a) 
mmit^^m. p. 65^66° (DBM^U^^(Dm^tLXm^ 0 

(b) 2— ^□□^;u-7->^u-^-y | ;> 

2, 7-v^/U-^/U>-1 -^vK^b^J20(b)IZi|li:$fflib^^m. p. 75-76° (Dfe&tiifc 

(c) 3-(7-^;U-2-+/'J--'U^h^v)7- l J> 

2-^pa^;u-7-y^;u^yu>fc<i:l>*3-7=y3'iy-;u^b^J20(c)lz^i:gli^b^ti^m. P . 97 

-98° (D^-VifeO^ H ^T:1#-g) 0 

#J27: 4-C3-(7-yh^V-2-^yU-;U>h^v)7x-;U75y]-2. 2-V^^-4-t^MB 

2, 2-vx^up/y^^ 

fi^b^^lZiii:. SM^b^^m. p. 163-164° &fe<DigJl,T;1#£o 

[oo85]a#iti»^0$a<ii^-r^: 

(a) 2->^;U-7->h^V-^U>-1-^4vK 

2-^h+V-7-*MPv-3V'J>CZ. J. Heterocyclic Chem. 30(1 993) 17-21 ]^bM 

20(a) [Z^Cgiilb^^m. p. 103-104° 0^—vzLfe(7)|g B l ( tL'C^o 

(b) 2-^ppy-^;u-7-y-Mpv-^/u> - 

2-^;U^-7-yh^V-JFy'J>-1-^vK^b^j20(b)lZ*i:a^b^tl$rn. p. 64-65° CO^ 

(c) 3-(7-yh^V-2-^y'J--/U>h^rv)7-'J> 

2-^pp^u-7-*b*v-*/v>fccfcU^ 

p. 96-97° CD^-V^feCDiBai-Cif^o 

$]28: 4-C3-(7-7;U^-P-2-^yU-;U>h^rV)^i-;U75y]-2, 2-v>^U-4-^VlSM 

2. 2-vx^;u3/\^^7K^fc c kU*3-(7-3';u^P2-^U-;uyh^v)7-U>^b, 0iJ2Olcf5t£ 

utdb^i^i:. ssi^b^^^m. p. 209-210° o)m&<Dm&T:mz> a 

^J29: 4-C3-(7-7;U^P-2-^yU-;U>h^v)^i-;U75y]-2-X^;U-2-^U-4-^- 

\ztmctz\t^mzmc smb^ti^m. P . 1 79-1 so° (Dm&oifcMrem&o 

#>J30: 4-t3-(7-7Jl*n-2-*/V-)\,*h*i/)7JL-)l7^St>)l7$^ 

1 -r W)i>X*i'^n*i/T)l')ffiMm*Mm-\ l^li^^b7-tz^;u^fflL^^bt#-S)fcJ:l>*3- (7-7 
;U*P-2-*/U^uy.h*v)7iU>frb^^ 187- 
188° ffi^-Vifeg H B B t|#^„ . 

#J31 : 4-i3- (7-7 )l*n-2-*;iJ-)l*h*is)7*-)UTZy±)l7fs^^ - 
1 M^U^vv^P^i^ 

;u7j-p-2-*yu-;u/^v).7-U>frb;^ P . 190- 

191° 0^-vafe^alri#>So 

.#|J32: 4-C3-a-7;u^p-2-^yu-;u>h^v')7x-;u7'5y]-2, 2-v^ > pe;u-4-^vi& 

2, 2-v:7 0 PejU=3/\^&S7R» 



http://dw4860.dsk.daiichipharm.co.jp/cgi-bin/psw_disp.cgi?FILE_NAME=/psearch/9002/S010!:.. 2002/06/26 




22/24 v 



®$BiLtcik£WzmC*&&it£fa£m. p. 155-156° <D^-va£<Die B B B T:1#>£>o 

$J33: 4-C3-(7-^JUPfP-2-4 L /U->'U^h^v)7x-;U7 7 5y]-2, 2-v^;U-4-^V^ 

2, 2-vX^;Urj/\^*7K^(H. 'J— ^E— ;U^S, Bull. Soc. Chim. 1964, 579fcJ:U'828(7)^^|Z 

#oTl$S!Dfc\m*3M7-7;U*P2-^/U-^ 

«Hfc£8a£m. p. 156-157° (Dfa&(D&£kVm& 0 

$J34: 4-C3^(7-7;U^P-2-^yU-;uyh^>)^x-;UTSy3-2, 2-vX^;U-4-7j-^rVi&Ht 
2, 2-vX^U=l/N£Sg3^^ ^l20|Zlfitlt 

Lfc^b^temcvss^^^i^m. p. 166-167° <r>m&(DffeMi-en& 0 

(a) 2-^;u-7-37;u^-p-^yij>-i-^JFvK 

2-^;U-7-7;U^"P-4 L >"J>CZ. J. Heterocyclic Ghem. 30(1 993) 1 7~2T]frb#j2 

0('a)|Ci£C£Hfc£#l£m. p. 82-83° <B*-S?-.a.fe<D&a£LX#£o''- - ' 

(b) 2—7PP^;u-7-^;u^-p-^/'j> 

2-WU-7-7;U^P-^/'J>-1-^vH>b^j20(b){Z>iCagi^^tl^m. p. 70-71° <7) 

(c) 3-(7-7>lU^P-2-^/'J->'Mh^rv)T- l J> 

2-^DP>fJ| / -7-7JI/tP^ l J>fcJ:l> , 3-75;7i/- ;UfrbM20(c)l::^£8fifc£^£m. p. 
92-93° O<-i>^0^ B X^ o 

[0087]^J35: 4-C3-(7-^;U^P-2-^yU-;U>H^v)7x-;UT5y)-2, 2-yIfik-4-t 
+VM<DNai&(1 . 4H2 O) 

17. 65g(D4-C3-(7-7;U^-P-2-^r/'J->'U^K J Pv)^x-;U75y]-2, 2- vX^;U-4-/j-^rV 

^OOml^h^tKP^^iwiS'jSL^L^^ZO.' 08ml(7)7kS^b^HJ^A^&£Jn*.<5 o 
f§lCj:yj|fiiL, v?PP^>4UcK£l*^^^^ ?£g^£200ml<7)v^PP 
*?><t£lci 5#P B 1Jf #U ^L^^SPL^LT;i^^^iia?IML*IHb^^$m. p. 1 i 8-1 20° O 

[OO88]0IJ36: 4-C3-(7-7;U^-P-2-^ry i J-;U>^v)7i-;U75/]-2. 2-Vlfil/-4-t 
^Vg&B^CDKi&te. 6H2 O) 

17. 65g(D4-[3-(7-7;L/^P-2-^y'J-^r-^rv)7i->IL'T5y]-2 ) 2-ylf^-4-t^V 
200mlOTh7tKP^>lC;"§ML^l^20. OSmKDjKKlbTb'jOAJt^jD^o 

li«feya«lLv v^PP^>4'^ra$1^^t^T*cl/M^I^J; l J;Sli•r^o BM£200ml<Dv^PPy 
£><!:&|::15#Pb1^#U#1^^ p- 114-116° 0*1 

[OO89]0ljA-G : ^£U£tl 

%®}f$. y A, o. 1 

VVUe^Vh'J^-bX— h 0. 5 
flfi^jACh'J^PPh'J^^^-PX^) 4. 4 

»*f^JB(v>7PPi;7;u^-p^> 15. o . 

1, 2-y^Pafh77JPtai^» 80. 0 

pph'J7;u?|-dx^>icM;l^, ^L>T^;l^Itm/^u^<i^fcx7y-;u#Srt[3#A«o # 
«'£ fflC^ LXm^M B%m L vMET-e^T A/I" & 0 

[0090]MB:l!&AI::SL^NaXI£K^ / . 

^jS^(KXIiNa^) 2000mg 
X^b^vTS^EMcDv^h'JOAJt 10mg 
i^-fb^XT^Uzi-OA 10mg 
^tztam^^U^X lOOmlt-T^ 
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[009lM#C:0. 05MM%O^i«^#/v"C^^*i5:^J 

0. 05 
U-tz'J> 45. 00 
/^7-f>;fi 19. 60 

-tz^;uy;u3— ;u 5. oo 

. 5. 00 

v;ut:'^>-bx^ux— h 5. oo 

tKO^>$IfilXf^0,20 
l5i^>7K20: 15 

JjgMMfc£im<bM£&l^l!l^ 

[009 2]0I|D : 50mg<D£M#£#*Tf 
«#l(10000fi(D^J) 

500. Og 
vV\ — X 500. Og 
V^*y : ET>7 , > 352. Og 
-tf^> 8. Og 

$)l>9 60. Og :■>". ' - .- 

Xf7U>i7^y^A10. Og 
v'J^m^ff) 20. Og 

iS/— ;u q. s. 

^^^^7^h-7.fc^U'292g(Dv^V : ET : >^><!:;E^L, m£>M%-e^y(D3L$S-)lfem%iV 

[0093H5ljE:=§-/7^fi)c^100mg^^^-r;UA^M 
Mfi£(10, 000^@(D7-<>/UAM^IJ) 
£^j£#100.0g , 
/7^b— X 100. Og 
hO^P3V7-*>^> 70. Og 
5)\s<7 8. 50g 

' XxT'jVgT^S/^A-l; 50g 
LKP^v^Ptf^U^^U-b^P— X 2. 36g . 

0. 64g 

7K 5® M 

j&ib^u> m M 

^^]^\ ^h— X. fc£tM0g(D:3— >x£— T£;S#U ^-Xhd 5g(D=i— >x£— ^&£t>7Kfrb 

y®±))i,is^A£mmumiLtmi!;tz> 0 ;i&^£EE$£u m cm* :280m g )£#. z^tKn^v^ 
pe^^Mzjup-xfc^tfiz^/^cDi^b/^^ 

[0094]#]F: 1 OOmg(7)^^J5jc^$^r^ci:i)?l-tf^>^^-t;i,^J 

W^ldOOOflKD^^-tzJU) 

^fi)c^ 100. Og 

=jO\ — X 250. Og 

T'T^P^'JX^'J^/UP— X 30. Og 

^U^M^HJOA 2. Og 

Xf TU^i^v^A 8. Og 
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[0095]$jG:2. 5ml(D7>30M^L5mg<D^^^ 

#£M# 5. Og 
iS^h'J^ A 22. 5g 
7t-vX^i-hM^(pH:7. 4) 300. Og 
fla-I^^K^ia^T 2500. 0ml<t1">£> 
£M#fccfcrJJM;y-HJ^A£lOOOm^ 



7P> h^-v<Dj^£ / 

(51) Int.CI ' ia»JSE§- ffrtSg§^ F I 

C07D 221/06 

221/16 ' . • 

(72)£W# 7>KU7X -*<-y<7' 

K-f^S^^a, 79108 7-7* 7*JU7", - 

P<f 7/(7 -fe 40 
(72)£$"£ yjUK 7 tt- 

5200 7"JU-y7, 7" . 

7 15 
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